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compounds of the general formula (I) are 
metabolic errors such as diabetes, obesity, 
remedies for hyperlipemia, arteriosclerosis, 
cholesterol-elevating agents, LDL cholesterol 
and syndrome X. 



(57) Abstract: Compounds represented 
by the following general formula (I): (I) 
wherein each symbol has the meaning as 
defined in the description; salts thereof 
(I) and drugs for controlling peroxisome 
proliferation-activated receptor which 
contain these compounds as the active 
ingredient. Because of having an 
activity of controlling peroxisome 
proliferation-activated receptor, the 
useful as hypoglycemics, lipid-lowering agents, preventives and/or remedies for 
syndrome X, hypercholesterolemia and hyperlipoproteinemia, preventives and/or 
hypertension, circulatory diseases, over-eating, ischemic heart diseases, etc., HDL 
and/or VLDL cholesterol- lowering agents and risk factor relieving agents for diabetes 
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(2) **Lfe©»B£#ik *3«ttJ« 
15 (3) ^fth%m®f&ftklsr^1-%mmzmir%o 

20 (Peroxisome Proliferator Activated Receptor ; £*T% P PAR^B&IB'f" 

5 > y <D 3 |!iii#$£fl bttTV^ (J. Steroid Biochem. Molec. Biol., 51, 
157(1994) ; Gene Expression., 4, 281(1995) ; Biochem Biophys. Res. 

1 



WO 02/051820 



PCT/JP01/11255 



Commun. , 224, 431(1996) ; Mol. Endocrinology., 6, 1634(1992) #RS) C 

nmrnm, am mmxmm>u dmfemzmm&mms&bti-r^mmz 

3§^LTV^5 ~ £^£nbtVCV^ (Endocrinology., 137, 354(1996) 0M) O 

m (niddm) frwtzt&mmkisXtohtix&y^ mmmB%-<Dmtfm%jkiE 
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rtL&(D^T^y ^^^(DlBflgSI^I^^giaKO— oj&SP PAR 

15 (Endocrinology., 137, 4189(1996) ; Cell., 83, 803(1995) ; Cell., 83, 
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(Genes & Development. , 10, 974(1996)) ^.bfab^ P P AR 7 £r?£i&ffc;i"5 

o^bfppARyges ^(Dm^mM $ s mm h mmm^m t n 

W»PPAR 7 f«»ftt|fcotfe 5 (J. Biol. Chem. , 272, 
5 5637(1997) & £0* Cell. , 83, 803 (1995) 0M) s - tb^ffi-ft;!?^ ^ 

Ztftm^tzZZltl (Lancet., 349, 952 (1997) 0M) „ t£oT, PPAR 

7 «gtt*#pft!"t-«*ifti0w (r^^H^ppARyiee gr<Dmw>%ffi 

10 ^Lfcfl ^t*3l&fflt>^ttfc*ffl-T?*>S k3%%.bflZ> 0 i:r6t?,Science., 
274 , 2100(1996) \Z.t±^ PPARy^FyifttS^aaoWffiM 
ffifl-Ct £ fix ^5 <9 „ ^ri^bPPARyg&i^«L 

15 r.tbfe^r.i^bPPAR7S:^^'l4^J (T=^;*hK ^fcSfig 

&(Dmm>*mi}nr>iz spparti ja^^T^u msfST^j, 

20 — ^ PPAR7§:Wft:o^^'l4^Mi-§r^^^-^ K fe^te 

S e g 5 P P A R y SeH^J^Jtts «I^T£lk 3» 
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*? >i -f h m^m<DmmmMmm&M(D— p p a r « s^^fe § 

5 ^£ LTV^S (Nature., 347, 645(1990) ; J. Steroid Biochem. Molec. 
Biol., 51, 157(1994) ; Biochemistry., 32, 5598 (1993) #Bi) o 

tfah* -y^-^^—y mk-&ww>mt i?5PPAR a ^m-w-(ommn f*. 

10 ^J^M-t^ PPARa^i^t§4Mt4ttt, jftffi, W09 7 3 
6 5 7 9t^ti«ifffilrtbTV^ii^$tlfc 0 *fc, J. 
Lipid Res. , 39, 17 (1998) fcf* P P AR a ^^©Stt-fb^ <fc oT^ft U 
zKSfi (HDL) 3^7n-/H#ffffl> -ebTs fifgU^Se (LDL) a 
L^^- a — /U-^m\&^& V £ (VLDL) n^fn — /K § £> fcft hV ? 

15 JJ ± KO{fiTf^ffl^WbTV^5 r £ #5$ft#$*bTV^„ Diabetes., 46, 
348(1997) \Z.\ty^^f\y— V%ti\&m<D—^ 7 j h fc<fc oTlfefp 

*VCV^ 0 fotPPAR a ««ftt57^ ^PPARal 
£f i ^(Dmm^fCmir Z> PPARa f|!'j#P£l|J»ICffiT^ ifffl&lfiL^^m t 
20 LTlT^efc5{^^^<> HDLn^rn^±#{^, LDL=>t/ 
^7D itZ/tfcliV LD L n v^fp -;Wi«> ^ttll 
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— jj, P P AR S ^t#:^f f (-Uttft tfc y ^fy K^P PAR 6 f f 

P PAR 8 {is £#K1PPAR0 N jbSV^flt hOf^KttNUCUt) 
%f£thX^% 0 Htl«PPAR 6 <£>£«&f££: It, WO 9 6 0 1 4 3 
5 OffflittlihNUC IB (t b NUC1 t 17^/^5 PPARW 
>f^) j&Sfc b P P AR tI*^^^^^^©fe^tt»K^ 
5r£tf5^$*vCV^„ l£fc N PPAR 5Se®^V^fO'I4«r^TU 

p p ar s srw#^stt^-r^^#j (t=*~* h) (wo 9 7 

2814 ^m^i^hdl (iiM^sfi) =« 

10 lsXTv~fr±ftftm&ftVX\f^ZZk&m&£tlit 0 lot, PPAR5 
15 #X.fe^5o 

M^ifi> wo 9 8 2 8 2 5 — asss (a) 

a a_ x ia y iA — X 2A — W — (CH 2 ) nA — CH B A 

I (A) 

y3A R 3A 



25 ^*^:l~8(Dr/V=3f/^#^t>b, nAlil~4©ttlrtWo) Xtf 
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R 1B ttCl~87/^;Hf^it)U R 2B fi-COOR 3B l 

«kV\,K E 1B «C l~8T/l/=3rl/^£#^t>L, E ZB fe-0-mm%mt> 

1 5 bfd D ) 0 

£fc, ^fSW^II^M 3 (3 5) fcfcu 5£ (B-l) T^£;fr6^WfB 
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X«(l)^^ $fttt(2)Cl-4TMl^Xli**t?U 
Y^(l)-0-S, SEfcr4(2)-S-£&*frU 
10 Z(^Cl~4T/^I/yMS^U 

AI±(l)-0-S, *fcW:(2)-S-2£&*fc>U 

R^KDCOOR 5 !, (2)CONH 2 l, (3)CONHOHS, (4)CH 2 OH 
m s (5)CHOl, (6)lH-fh7y-^-5-^/^ *fcf±(7)3, 5- 

s^-^y-r y^f-yy ^-4 — f/^^*>u 

15 R 5 f*(l)7K*J©^ */ttt(2)C l~87/^llri^U 

R 2 *5j;t;R 3 f«M^ii£ UT, (D7kStjJlH\ (2) C 1 ~ 8 T/^^/^S> 
(3)C 1~8 7;V3^|, &t£ttL(4d'7^~A'&VWM£tl1tC l — ST/V 

r 4 « (i)7k^MT-> * fcfi (2) c 1 ~ 8 TVi^/i'SSr^*? U 
20 DfiD\ D\ ^^c»D 3 Sr^t?b> 
D 1 ^ 
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ring lte— §P^fc^f|5^^p$^TV^T 1 b J;V^C 3~1 0<D^m^ft. 
5 D 2 te 




10 ring 2f±gfe3(SJiC^ ft^M^/tttfiKIW^bSBJlSjrtS 1~4#I<£> 

R 6 f*(l)7K*J©^s (2)C1~8W;H^ (3)=hnS, (4)NR 7 R 8 I, 
15 (5) An^Vg^ (6) C 1 ~ 8 TfVzi drv'S, (7) C 1 ~ 8 T/^/^^-^ 
(8)CF 3 1 N (9)CF 3 Ol, (10)— IflJ^^itt^SP^fflfftSttTV^TfeiV^C 

3~i o (o~im^tz.\±~m^Mmwr d-/k ^fcf*(ii)^*mT-, 

20 JV^^p U 
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(2) ttbbcomm^ms &xx$ 

(3) ^fb^mmmftt\^x^^&mm\m-rz>o 

/K -O-^/K ^V/K ^^/K t^f^iW&oSit^fc 

So 

^JIIWK Cl~4m^ii», hJJ^ 
10 ^BJUBfl^, C 1~5T/W=3rl/V£i!f* s MJ^^ 

temMW 1 *, ci~3mwvli:tt, mj^^- 

v\ ^>=¥i/ N ^^/l^^ri^ ^drtX/^^^ ^f^/V^T^-^ Urt*?- 

20 /^^^s*5«tr^^e>^s^"T?*)So 

So 
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^BJf&H^s ring l3o£tm 6 KlJ:oT^£H6s — SB^fcfcfc^tf* 

ta^^ttrv^-cti tv^c 3~i o(Dmm^tcn-m^mmrv-/ut lt 

ft. #iI*Lft, isjru-fu;*^ Isfv?*^ v-^a^^^V, i^n^dp 

p^a^v^^ */?T2$-?#z?ms^ ^y^v->\ rxvy, 

^PJIfflfcf, ring 2*3ttJ«R 6 ^j:oT*^$n5, BfeSaJi^ 

^wggfp^wT^ tv^3~i oM^m^^fc^-^^nmry- 

^n^tr^t^ 3 — 1 0M©^^fc«-^^nj^T V—/^t LT(i 
N fc'n-;K 5 bPT^/K Tf7y v /K ^7/-;K t° 

t?7^^ fcry^v^^. try^v^ Ti£t°>\ ^Tift°>\ 
>\ t 0 ^y- N a-dMrtf:^ f^7^y, f^fy, ^-^t:°y N ^-^•f-y— /k 
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— /K tf-^f-S*^ ^f-i>Ti»- N ^f-iftf^ ;T=¥i*-v>Tift: 0 >\ ^ 

y k— /k ^y^yK-;K ^vkp^ ^^>/77^> -fy^yy^7 
y\ ^yy^-^y, -fy^y/f^^y, ^t-t-^w:^ 
5 /k ^!)y^ ^y^r/py, ^;y^y /yy y^7^y, 
y^y-s wy^yy, ^;^tyy 3^-y*yy s -yy/yy -<yyt 
drf-y^/K ^y/fr/^K ^yyV^^V'wK ^n^y, ^y/7 

10 njfii^Sr^t^ — gp^ fc rfc£*P*&?n £ 3~10 M<7)^* 

fDgry-^tLttt rv?y v^y, rff^y t°pyy foyyy 
^ *v yy, 4 % ¥9 h y r y yy by ry* y y s f f?y 
yy, rh7/y-yy, t^^yy t^yy^ ytKot'y^y ^ 
h^fcKnt'y-yy, t^y^y. Kpt s 7-yy> rhnKnt^y 

15 >\ fcf-<9S^ v>t Kn try ^y, rh7t Kntfp ^y a?— t K 
nt°y > >yy N v> t Kn tf y ^v>y, fh7tKnt°y ^yy N t Kn 

try^yv^ -yt Korf t°y, rh7t Knrf t°y, t Knrf f 

y N i^t Kn v'Tif t°v N ^b^t: Ka^^y^ t Kn^Tiffcfy* 
^3^7^ ^i?^y, v't Kn7 7y> Th7tKn77y v>t Kn 

20 t 0 ^y> rf7t Knt°7y> v>t Knt^ttV, ^h^t Kn^-dp-fetf 
y N /^t Kn^tt'y fy^y ^^y N v>fc Knf t7iy, 7 1 
b7t KnWxy, v>t Knf-fy (t?fc Kn^-f^yh rf7t K 
n^-fy (ff7t Kn^t 0 9^)s ^t Knf^t°y 7 1 h 7 t Knfx 
t°y, t Kn^ctfy, >yt Knt^ty-;K ff7t Kn^t/ 

25 —/t-' (^-^yy -yy) N v>t y^r^y—;v^ 7f7t Kn^yt^ 
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1ffc°y, fc KatWtT^ v 5 1 Kn^l^Tiffc 0 ^ 7 1 h 9 t K 
n^f-^Tif t°y> fc Kn^l^TIf KofT^Ty^ 

t KnfTv^rf tV N fb7t KDf7v^7ftV, ^ — t: Kn^T^T 
ift°^ N ^r/w#cy>\ ^t^e/t^yy, ^-^^r^ -fyKyy\ -fy-f 
yKJJy, ^tKn^y/77y /^tKn^y)/77y v^fcKn^y 
^/79V, t KD^y^y'77^ v>t Kn^yyft7 3:y, 

-^y^^yf^xy, i^t Kn-T^^y— /K t Kn^y^y-/K 
v?fc Fp^t/ JJ >\ fF7t Kndry y y, t Kn^y U y N i?H Kn 

y^y y >\ ff7t Kn^y^y y >\ t kp-y y^y y ^ 

Ko7y7^, rF7t Kn7^7^ fc Kp7^7^ K 
20 nt7fP^y rf7tKnt7f ^v?y A'-t Knt7f Uv^y v> 

t Kn^y ^r-y-y y N fF7"t Kn^y ^-y-y y N t FP^y^tyy, 

^tFn^tyUy fF7tFnWPy /^tFPWUy v> 
t v^yy !iy fF7t Fpyyy P >\ t Fpyyy y y\ ^<y 
x^f-^ry, v>t Fp^yxt^t^y Fp^yyfjv'y t° 
25 7^^!)^ ??fc Kn^yyt*ty^ ^-t Kn^yyt^t 
y— /k Fp^yyfry-/K t FP^yy^ry^K k 
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^f-^ W?^ v>^T>\ S^^MH' >^V S ^^y^^f-v, 

Sr^i-So «§9§<£>£Pl£ LVMW#p«W4, PPARalim P 

P A R y MM «IJ, P P A R 8 mmmnL PPARa^Wy »J$Pg>k P 
PARa&ktFdmimMX&V). #fe&?1§:L<te, PPARa^vI 

10 *^i©PPAR«l|lilC}l PPART^ h£><£;0«PPAR 

T>^^* h t^^So ^^U<«. PPART^fTfe!), J; f9 
^IKliPPARair^h, PPARviT^b, PPARS 
giT^^K PPARaioit/ylT^b, P PAR afc^VSlT 
=f^^ J>T?&^ #^0^ L< Si, PPARa^i^vlT^ Wh% 0 

(E. Z. h7^ffi, TO*©#^(a5Mttfr (Rs S#:. 

20 (D, L, d N l#:)s ^nvby77»j:«f$ (SJ©^. f£M4 
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mm<Dfoz5&i o -sag) ^^LTv^^sr^u 

y-#) ^f«lM (ifilKit. H^StSt^ a^^Tk*^ 

20 mi^N *«*&#k ^mmm. mmm., MJ7^toii& 

fLifefi. ffi^SMi^ 7^r^ife N ^W^SfeH^ £&#8&iU 

^y^i&, y^^^/^^^lt. ^^^^sfc^g^ ^^if>-^/^^ 

25 jRS: (i) -e*^^5^B^f^#jc^»D^ *5J;o?±ib 
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Tte, MxJStKs r^a-/^^K (^^/-/^) #o^»^*^f 

-CM, L < li C 1 ~ 4 7;^ ^ySTfe 5 0 ci~4m^y 

K£ LT#?£L< f*. (-CH 2 -k ^l/^ (- (CH 2 ) 2 -). 

^fc^MJ^^W^ (- (CH 2 ) 3 -) T?fc«3 N #^0^b<«^^^^ (- 
CH 2 -) -C^5o 

^WlEWt 1 . ZiLtlf^Kfi, ^i/^ (-CH 2 -K *fc«^^^ 
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15 ^mmWtp, R^tt^Kd COOR 5 !, CH 2 OHl, lH-f 

* fc(±c i ~ 8 r/vn ^-efc <9 . #^0^ u < n^mm^xfr So 

^KiiWK R 4 £ LTfft L < f*. C 1 ~ 8 <9 , £ 

20 b< te^/l^-efeSo 

25 ffl|ffl#^s ringU UtfftK te s — g|5^fc^Mf[J$ tLTV^ 
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t° y y ^v^ N s^ik ^^/^ y y >- 
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(1) — W&Z (I) X«7F£thZ>*mWfc&y>)<D5'h, R^^COOR 5 ^ 
U ^oR 5 ^c l-8T/^^m^t>i~it^. -t-tefrlb, (IA) 




— ^ (ia) -e^$tL5^%f*> — ib&: (id 

10 

D4 — { J" Z ~ R9 (») 

V 

(5£cK R 9 f*J»K (/NP^yl^ ^"^/^^^S. h^/M^v*^) 

m^femmtmcmvk&mfriro) x-m&th&fc&mt^ an) 
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i©SJ6tt^0t?*>U, fll&fif* ^T»^ (rhnt Kp77^ (THFh 

5 ^^f-^ h/kcn^ K (DMFK 

^Vofc^F (DMSO), ^t^W^7r75 K (HMPA) m) 

( i ) m&^&TKto tt % m%m%Lj&, 

(2) MfcmftMfc2:%f!fci£m£imm$mi?htiz> 0 

(i) ^#Tt©^iSJE£;tt> mm, mmmm (mt*^^^, 

15 htM^A, vbJ-^f-^ @^^=fvK T-y^K ^^/—/K J — /K 

C£& StSfe^O fcb GfWb**/BI*$» ^ o~i 

20 (2) Jn**^»»cJ:*Jtt»fliSJtSr4^ ^ (rf7 

(^/— /K oc^y— /i/^) N -<^if>-m (^^^s h/i^^K 
f), 75 K5fi (v'^fWAT? K^k tK, BfcSfe^^vK SESfe^fcfi* 
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#5S"efetb(^#^PS^$^^V\ T. W. Greene, Protective Groups 

in Organic Synthesis 3rd edition, Wiley, New York, 1999 ^IBfo^fcfe 

10 sit t^tiiitt s r i ^.fihcom^mR^m^ 

^fc, — *9!5£ (IA) ^ $ 5 5 Y^-o-ssr^-r^ 
*k — (iA-i) 



^ (III-l) 




flg5£ (IV) 
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Miff, (^nn^^ry, i^^,^c 

1, 1' - (r/^*^^) v^^Uv 5 ^ 1, 1' (N, 

(2) — (I) ^$^LS^^b^©5*>x R^^COOH^ifct 
15 -t-fe^fe^ — «W (IB) 




(IB) T^^tbSft^f*, itfrfB— j&5£ (IA) TvT$ti5fli^l: 
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CD fcbmmi-sz^mmm cthf, s^^f-v, ^*/-/k ^/ 
by»>A N *sMby^i>^ 

5 fflV^#\ 

vNT^TK^T-fT^^Sc ^ttfeoKistta^ o~i o o'coiaarcfr 

(IB) T^^5»©^s R 8 «S**J®-?**fcU 
10 ^oR 3 ^C l~8T^3=3r^l^tfM> i-fcfc>tN — IBS*: (IB-1) 

R 3 " 1 
I 

X CH — COOH (IB-1) 




15 m^mt>ir 0 ) -?7j<£*iz>fc&m±, (v) 




20 mm-rz-th-v^Zo 

i©jn*5H?R*sr4^*B*e*> t> s Mttf, tK^to b 5 stfiUSi ((^7f<) 
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(3) — (I) ^£fr5ft^&<£>5*> N R^scH^HS^tft 
im 1~&:b^ — jHsS (ic) 



— (ic) ■t^&ftSfc&ttW:, — JRS: (vi) 





-X C COOR 5 (VI) 
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%m^X- 7 8-8 0°CX&Jfc£ltZ>Z.bK£. VfttZfrfhZ)* 

(4) — f&g, (1) -v7jkt$frL%ik&!&(Doibs R^^cHom^m^-r^m, 

5 -ttett, -iK (id) 



— ^ (ID) ^£*L6fc£*tes — jR^C (VII) 



15 ir^xm^temmtmcMVk%m:t>1r 0 ) X^istiZ>ik&m*mk 

(1) ^Vl/mt (Swern oxidation) ^I^S^, 

20 (2) (Dess-Martin Reagent) SrJEV^^i;, 

(3) (TEMPO oxidation) ^JlV^^S; 




(ID) 
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CD xv^mfc&m^zjrmttL, Mid ^mmmmmm (^na^/w^ 

mh^^i^^^) 4\ U/W 07^ K^^^/^/v^^^K^r- 7 

r^v (MJ xw^yf) 7 8~2 o tresis &*S:3r 5fr 

10 DTth^-i, i-s?t Ko-i, 2-^yy , 3-K^y-^-3-(i 
h) -^-v) (d#^t^ o~4 otresiS^-frsr ifc<fc ^frft^n^ 

m^ct^^m ^ T^tf&m (2, 2, 6, e-^h^^-i-tr 

^P^l/t^i/, 7 5-7'^) ©#€T> 2 0~6 0tTeSlS£ii:5 
15 r irfcij; «9ff^t?tt5 0 

rtLb CD> (2) *3«fctf (3) ©RjSHu v^ttti^tt^ (T/i^ 

r<DH<fbSlS£ Ltfi, JilBbfc^fct^Jzi^oa^W^r/^a— 

^^h^^^-e^r^tio-efe^f^^pg^^^v^ fjx.fi ^3 — >x 
20 BHb N pcciasi^ HHWfc:^^-!? • try s^Gifa&jBv^iWbSifcW: 

r Comprehensive Organic Transformations J ( Richard C. Larock, VCH 
Publishers, Inc., (1989) page 604-614) fcffitt£;h,fcfc<0#/HV^b*L5 o 

(5) — ^ (I) R^SCONHOHS^t 
25 -fbl^k "f -JK (IE) 
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C CONHOH (IE) 



5 (IE) T^^ttSfti^^ — (VIII) 



10 8 7M^i**fcU ^rOft!l(D|B-^«ltilBi![RlCE*^*t?i- 0 ) "C^&ft 
15 §5„ 

(j0l. fiEBKgQ ^Kft^feoJIMi (#ltofc*BHSKiO 4u o 

20 ~10 0°C<DM^-etT3&*>tl/So 




N-OR 11 (VIII) 
H 
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m (Mid rf7tKP77^ v^^rf"^ v^p< h^^^ 

T;v=i—;v%k (Mid /K — >MgK ^ 

^^3R (Mid "O"^ Y;v^m), trh^ (Mid 7tby, 

^y/r;vm) (Dfcfer, M%m (Mid mm, ikmM.mm, &vm, 
ff77Mp*« iztcfemmm (Mid p-h/t^^*^ 

15 (6) — jR3S (I) -t?^^tLS»PJ!^^<^5 R 1 ^ i h-x f7^- 
^-5— f^S^^-fl^l^ -f-fc*>^ — fl$5£ (IF) 




20 C&^K l-^X^m^fems&bfflCMVfc&^tfrl-o) •VT^^fh^it^-mtSXT 
— j|W (if) — «5£ (ix) 
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V 




CN 



(IX) 



i%m^<Dmj&mEim*mmh mm^mK <t x> frfc &x%% 0 

10 (7) -«5£ (I) -e*$tL5*»^©^, R x ^3, 



15 (5£<K i--<T<DSB-^«fulS^(^CE*%*^i~o) ^SfrSfc^teETF 

— jtt5£ (ig) t?^§^5-fb^tts — jRsfc (x) 
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(tf!)^f7-K tby^xf7-b« #$ET, 0°C 
10 (8) — (I) ^SftS^Wte*^©^ R^^CONHjMS 

-ttefrib. -J&sfc (ih) 



15 (5£<K i"-<T©IB-^ttWIBi:ISIt*i*«r**>"t-.) ^*tb«ns^Sbf±«T 
— (IH) -C^^tbS-fb^ttx — ^ (XI) 
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(1) m^v^c K^iv^m 

(2) M^MtK^i^v^^^ 

(3) m&m&m^z>jmm&¥tfbti&o 

(1) Ftffil^m Mill *;^>l^tlil (^oa 

15 y^y, njx^r$y N v^^T-y:/, ^f^r^ytfp^) 

^/k fh7tKn77Vf) c f> 0~4 0°CXR)fc&l£Z)Z.bK£. 
VftftfrZhZo «I (v^^l^ fb7tKn77^) «K 

(2) m^^TK^^v^^d */u7$^m%mmmm 
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Bl ji^/K ^ o y ^f-jvm t. 0-40 °C-^Jft £ iir, # frfc 
^^M7k»^»$£ (y-nnTjvW^ tf^fwy, s^c^vi^— 
fh7tKn77yi) <K 75 >t 0 — 4 O^^JS^^r^-^^J; «9fr 

(3) m&M%m^%Jfm-±s m*.t£. 

h7tKD77 >^) ^ * fc («tT, £> (DU&mM'P , * fc te$,^KT% 

10 ^/v-r ^ y ^ s ^ / 1° y ^v^o o#^T^fcfi##ffiT. m& 

M ( 1 , 3 - n^^^/l^/I^vM' 5K(DCC), 1 -^}V- 3 - 
[3- (^W5 7) ^ntVl/J #/l^v^K (EDC), 1, 1' - 
jjA'tf^A'&j 5^V— /V- (CD I), 2-^P-l-^f;Vt'|^^ 
H<7§^ ^=^;V- ?,—^^-}V— 2 -y/W^-n t°y ^!7^ ■ hv^W- K 
15 ^ ^/M^/l^^ri^^y* b y 1 -y°n fcVWfr * >»i#t3£ 

7K#J (l-propanephosphonic acid cyclic anhydride, PPA) ^) SrfflV\ 
1-t KD^v'^yXMJTy — /V- (HOB t) MV^6^fflV^V^\ 0 
~4 O^-eHiS^^r^ii^.t «9fT^t>tt6o 

-nh (i) N (2) (3) (DRmn^ ^-rti^mktfx vr/** 

— (ii) ^J:^ (iv) £ 

Mx.fi> — itS^ (IV) -Vm^fhhi^m(D0%, 2- (5-^^/1—2- 
25 ^^^/k^-^f-y— ?V— 4 — f/V) — /W3\ J. Med. Chera. , 35, 

1853-1864 (1992) fB*^^^^o-C^-r§ £ t &X»% S„ 
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$lx.fc£> — jRS: (iv) -e^$tts^^©5*>> 2- (5-^^-2- 

(^•/WftiJ ^-A-4M -%~%r^V—JV— cc^y— /H^> J. Med. 

Chem., 41, 5037-5054 (1998) fBftO^^o t^T^So 

(HI), (III-l), (IV), (V), (VIII), (IX) *5.fct* (X) 

Mx.fi> (ID, (in), dii-i), (iv), (v), (viii), (ix) *3<t 

IK (X) ^^tlS^agJSlSS 1~10 Tvt$^i5^^ iotM 

10 RJSHS;*, R 1 3 te7k@IBtf>f*» (^ h ^-/i/S, 2 -7 1 b 7 t: 
£r*bU R 14 ii/M3^«»U x'ttci-smwyMt^ 

b, X 2 fiC 1 ~4T/I/=^l/^K^^t5b, Me fe^ i— P 

15 r}^y^at>Mtt)U (CH 2 0) Ji/-?7*;^r^ft FSrS^U 
n-BuL i \±/ ;v^r;vf^;W ^A^r^U Ph(i7x=;HS:S^ 
U R 2_1 flC l~8r^l»U R 3_2 ttC l~8T/l^/^£f:S 

^g^tbfcC l~8T/l/=i= 3 rv'^r^^b, p-T s OHf*/^ f>vvl^£r 
20 S^L, TMS CNttv'TWb h D ^f;^!J /t/£r*:bU EttW/H 
&**>U Z 1 *fcteC l/^SSr^^b, Z 2 ttCl 

~2T/^i/^S ; Sr^t?b, R 4-1 tec l~87;^L^ ^SSr^^b, Z 3 fi 
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MeOyCX 0 P^P + Br--(CH 2)2 Br MeO^CX- 

M:xix) <xxxi) 



HBr MeO-^J^X^-^Br 
(XXXII) 



HO. 




MeO. 



(111-1-3) 
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2) AB^Si^, 

3) in*^n»s H S 
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COOR 
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Ba&xm&*, mmmntvxm^tc-Bt^&u), aiv), (xvid, (xdo, 

(XX), (XXVIII), (XXXV), (XXXVII), (XXXVIII), (XXXIX), (XXXX), (XXXXIII), 
(XXXXIV), (XXXXVI), (XXXXVII), (XXXXIX), (XXXXX), (XXXXXII), (XXXXXIX), 
(XXXXXXI) , (XXXXXXII) *5 £ Xf (XXXXXXIV) T?tf $ fh % it^-^o \%<k$RX* h 5 3&\ 

(I) ^£;fr5*^JIfbi^W, ppAR$iJ«f4^i-5r i: 

^» 

e) -M^JJyK (Two) -/^y*V y K^TATi" 

20 ^ftoTV^^fe&fgJlLfco 

f^^y^t-f (TK) ^B*- BT^^7i7^ t?jtfc^38 
l^^at, PicaGene Basic Vector 2 (i£ji&^> jfC#^ ^fil, 
a ^ No. 309-04821) ^ ^/V^y » y -^ttJtat^Sr^O 9 ffl U TK/b ^E- 
— ^ — ^^opTKj3 (^n^x^^?±, ^7^n^No. 6179-1) ^fe, 

25 ^/h^^Pt^— ^-^i: LT, TKyn^^- (-10 5/+ 5 1) ^ 
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U A S ^ 4 @f I ttxy/Nyt-Ifl?IJ^A 4 xUAS-TK-L 

uc. %mmu m&=?k bfc„ ^r^m^t^^^^-mm 

5 mzm-^i : Ga i 4 § fij^gsM&i^ itfci^yt- aa^i 

5'— T (CGACGGAGTACTGTCCTCCG) x4 AGCT-3' 

10 "<##'—2 (PicaGene Basic Vector 2) 

#\ ^n^'No. 309-04821) ^rK^Ji,^^ * — i: tt, ^n^e— 

G a 1 4S6©DNA^m l#g^fe 1 4 7 # g ^ / 

15 ^IJ^n— Ki~5DNAT^^. t fPPARa*fcftyS»^^KS 
^Ii^3-Kf5DNA^\ 7l/-i^^5 i^^i^bT^ PicaGene 
Basic Vector 2<^^n^e— • cc>vn vf— IH^TM^#A Vfc Q ^(D^ 

y # ^ FMi&mi&<DT 5 / S V 4 0 T -#CJK (antigen) 

20 ^£ff v^^tvK Al aPr oLysLysLysArgLy sVa 1G1 

h—^s TyrProTyrAspVa lProAspTyrAla (BB^I 

25 tfPPARffltfdiy &Mfc<D V # ^ Ylfc&W&k bTfflV^#5tat^ 
T-^rTO-f^ R. Mukherjee b (J. Steroid Biochem. Molec. Biol., 51, 157(1994) 
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#HB) S M. E. Green b (Gene Expression. , 4, 281 (1995) 0M) , A. Elbrecht 
b (Biochem Biophys. Res. Commun. , 224, 431 (1996) J^fcte: A. Schmidt 
b (Mol. Endocrinology., 6, 1634(1992) #JfJ ^lE*c£*bfc, thPPA 

5 UPPARa!) #1/ Kj^-^H^ : S e r 167 -T y r 468 
tbPPARyJJ tf^ VMl&mMc, : S e r 176 - T y r 478 
( t f P P A R y 1 g^ft, t ]> P P A R y 2 Ser 204 -Tyr 506 fcfl ^ 

u ^< i^c^ga^(it?fc6o) %=i-K-r^DNA^ffibfc 0 ^fc, m& 

&mz.MirZ>&m%^*—t'<< ^ P PAR V Jfls K^^^r^b^ 
10 Ga 1 4gS(7)DNA^m 1 # B b 1 4 7 # B * 5 J WiWM 

<D & & 3 — K-T § D N A *■ mir S ^ * - 1> GHrTiSSg L fc c 

(2) fc hPPARo4fcttytf^V^^7x7- ^Tj't'f 

$r,V<v 3QSc^— JfsUmM (DMEM) ^4=J3ftJ£lftL?i (GIBC0BRL*± s % # 
15 n ? No. 26140-061) SrH-^S 10%fcft«i5 U & b fclfr&ft 5 0 

U/m 1 (D-^^^y yG^50^ g/m 1 ©fiftife^ h Vl'&JlI&fc: 

WtK— ifcte^ Ga 1 4-PPARM^^^^DNA^ 

20 * (dish) }i2xio 6 cells MM LtU#, ik?f Srg-S-fcvi&ilirc— ©ifc*Hft 

ffrSrJfcbfc^ l^frtfcl Om 1 %M7LKl 0 Ut$^- jtfc-^Pl 0 m g> G a 
1 4-PPARM^^^0.5m g £ U^7x^ b7?y (LipofectAMINE. 

GIBCOBRLtt, #^n^No. 18324-012) 5 0/* l£r«fc<$g?PU _h 
IBi#*yV v-^ (dish) ^» Lfc 0 3 7 "CT^iS: 5 ~ 6 BtHQgefr, 10m 
25 1 ©5t#f ^JteJiiL^fc (GIBCOBRLftu n^No. 26300-061) 2 0%*ttf 
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Wt&T£> 8000 cells/ 1 OOml DMEM- 1 0 %W$T JfiL?t/well <DM&& 

S(Z)2^MS^^^^'fb^^DMEM- 1 0%^$fifiL?f^l OO/i 
1 £»l Lfc 0 3 7 °C1? 4 2 U $BJ& ZMffi $ flitifctefE o T 

&*3 N P PAR a laiTf f lu^7x7-^l^©^ 

%mmk^%%Wk&1$mik<£t ! &)%S^-f-'(? V ^ (Eur. J. Biochem., 233 , 
242(1996) ; Genes & Development. , 10, 974 (1996) 0M) 1 0 u MWM$$<D 

;v%/~7ol=7— i.o tisfnb%(D s j&&mtti&b i o ix Mmm<om 
10 ttTfe&%m i bfc 0 

-r^icufiL^T^'ji LTjtmsaxTv^. mkMmik&mhti?'}) ? 

yV(Cell. , 83, 863 (1995). Endocrinology. , 137, 4189 (1996) & J; J. Med. 
Chem., 39, 665 (1996) ^M) 1 0 n M«JB#tfV^i/:7 ^ y — €fe<|4£ 1. 0 t 
15 L7c h ^W-ffc-a^ 1 0 /x M»B#<7)ffi*t?£t££:S 2 ^ Lfc 0 

^fc s Jtife-fk^ £ tt, J^T^i- W09911255 ^IfflS. HiiM 3 (3 

5) wm<Di^m^m.m ufc 0 

20 




W09911255-i-PJ|ffl#, »i3 (3 5) fBifeib^ 
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1 4 









0. 4 5 




0. 0 1 


mi 5 








2. 6 




0. 0 0 4 



10 oTim^^ 5 tt5o 

&LM33£Uiktpmii(Di&T{m (1) : 

*KKAy/Ta Jc ( 1 m 5 E5) £ 8 MlfreAif WJ 

15 fiKbtlWSrfT&vx HgiSrW^-t-So H (00), Mti^t, 

IB, ^fb&(c#:m^m^:u ««fc6 bh^ *2&mte&®i& 0. 03% (w/w) iScv^ 
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fit 0.01% (w/wk 0.003% (w/w) ^tr^k t>b< W*^^r#x.TMW 

*a»&J»^JB*«:&IH-5o tft#HI*&« 6 0 g K:JBIMK#]iL«rfT &V\ « 
fit, AH* MJ ^ P -fe P K (TG) ^SrSS^S TGf), S 

•fy^!)y-iilW (NEFAk WGOT, GPT&TffIg£>^:y b 3r 

35=»&*ftRNASrttffiU /^fy^Py b (Northern Blot) ft^cfcoT^IS 

10 m^l-o^) . «93fbi^4« Offr&*&«: 0. 03%^VM* 0. 01%, 0. 003%-^t?i> 

^mm m^-v^M^m^^m^-r^mm^A^ hWk% isfz-^m* o. 03% 
^mn^mxm 40mg/k g /da y iw o 

^fO-^^^0|S^,*<^li^P PAR a©&ffcK:*5»t5?£ttflS&RlftL 

20 lfiL»feJ;t^I&I*^g^lST^ffl (2) : 

ItttZ ucker fa/fa?yf Crj- [ZUC] -fa/fa) N 

^*tf$»#lIJ — is (lean) 7yb (3R*fcfc Crj- [ZUC] -lean) £r 8 iifin'CKIA 
fiSIJ^-^tt» 2lPI©f lit ^ff* 7o fHi£5WSiW c F«\ 
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K°9v~%m^xusf!LWi, skm-mmmmm (nefa)-tg, twMb 
ai cmm&mmir% 0 i©n»HbAi c m&zpf$m%mmzi,xmmM 

-D^XfemfcX&Z 0.5% MC^#t5o 

V^T^lftL^ ifoJS- NEFA-TG, MtK^H b A 1 c m^W^rT^o t. 

g^i4Hit-iniM^ (ogtt) %mni^ mwm&m 
use 40D «t yufiL%mnvf^ 4o%^a^ 

15 «*2g/5ml/kgIfCftnlJ!!4tS. 6 0^12 0 

OGTTHTf, #&fi?&?S§BU g^Mte l 5 0 iJct>*3SWfU^«*S 
T^i^fi^^lJtt^ AH- W^yy-NEFA-TG, &t>* 

20 got, GPTzmmto*? h&m^xmfetZo £fc> mi^tti u a 

Zucker fa/fa7yf *C:j8tt5ta^l$(0jfi]JBN JfiL^-f JJ >\ 
NEFA S H b A 1 c -fit&S VM^lfaJt'J'T Gfff <D{£T#J1 M#J^fl£lfiL 

25 OT?&3 0 OGTT^*5{tS^mB#««^fST^»^tM^##ffif* 
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fiaM33&TfiaLtpmW<D4&Tfem (3) : 
5 A#B#¥f§P 3~4i, 3kg <D$m% ~? 4 iFA-SrHSA U fcfe 

ioog^iBi ia*M?*t-5o wte&mttkWiVitiL&n «raf i mn&^M 

OT • GPT ■ T/K# y 7t^77^^ * ItS&SC * ^"t 1 ^* ■ ^ 

■ ^ vrf^ydft-f ■ Ifttf y/Hf ^ • jfoJfit • |i=J w^p— /v • H 
15 DL • ldl ■ TGOpJ^) £rHifc-f-5 0 #n&T, --Jtt:tfc««:4fi*U HKL 

fcV\ l»3«*«5#«-*o 3, 7, 10, 140g^Stf^ 

VMi^lgBJHb^ 3~100mg/kg/day =|:^&^&3r3^# 7 1 — ' X 
/kRtf&ltfS&fllVvr 1 0 1 HI> 14 0 MRfltfclHlrtS!-^*- S#iBM 
ft. 1, 7, 140i^^«#WiLU _h3£g©«^^S 

2, 4TO« (H^W©«IRI*W) mi, 2, 3H*m*::«lfeffc£«MR 
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iEm% if/v^*5 # & smu#ifoJtT G^ofSTf^ffl i-tmrnskm^m 

10 Hi: LT^-rSfcifefc+^^-efe6^#XL&ttSo 

— JR5£ (I) *3J:Wti,b(D^t^«> PP 

P — /U$5 «t t>V^ fc & V LDLnl/^fa — ^<£«4>£lk MWilB^ ^Ko 
^PPAR 0 7^ M^ffi*5j:t>V^fc{iP PARy T=*~* 

25 mtm., nskm^ mmmmmm. m^mm^m^xxfX^tMmmnL h 
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m^tes mm, mm^s m^m, tm&m^&vm 

10 „ i 0 lmfrb&mmnn^frizfiK **:ttj*A— A&fc<9> i@^o# 

„ lmg^lOOmgOHItN 1 0 1 m^fe^cHI^PS# (0*b< 
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te\ ^^y-^) ^^r^tuSo 

^K:»f£ik ffii»^©«fc5fcMJi&£!k .th**!U jasfeflk BfrJKjW«r£ 

20 #ijx.fl*|ll#l^02 ) 868, 691-^*5 ± OTgg3, 095, 3554§-^f£ L < IB* 
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teB&j»#k swij. ftwrn, ^mm w*-t£, 7? h-x), mm 

10 f»SC£#^ m*^J:5«^S^5^48WS!l, M«ib iffl»rtS-£ 

o fc * <d ^ij *5 «t t*jft s # © it * o >y f- y — ^ £ ft § o 
15 ^pg^$^sti<^-e^v\ 

20 

3- (5-kKo^-3, 4-^tKnt7^wy-l-^;k) /n^V 
ft 
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3- (5-t< h*-y- 3, 4-^tKPt7^Uy-l-^) ^B/<y 
g& (25. 1 g ; £;%aik&!$) (J. Chem. Soc. Perkin Trans. I. , 1739-1742 (1987) ) 
#J8) • y W ( 2 O O g ) \Z.Mx., 18 0 °C^? 3 R#Kj£# bfc 0 

(li. 8 g ) *ntco 

10 TLC : Rf 0.42(^nn^;^ : ^ ^ y -^=6 : 1) ; 

NMR(CDC1 3 ) : 5 9. 21 (s, 1H), 6.98(dd, J=7. 8, 7. 6Hz, 1H), 6. 71 (d, 
J=7.6Hz, 1H), 6.70(d, J=7. 8Hz, 1H), 5.82(t, J=4. 4Hz, 1H), 2. 68-2. 50 (m, 
4H), 2. 36 (m, 2H), 2. 12 (m, 2H) D 

15 ##M2 

3- (5-t 4-v J tKot7^vy-l--l'^) 7°n^^ 



20 ^tK^^/— /I/ (4 0ml) Sr- 1 CCt^U T/i^i/^^DlN 
mcfr*-*' (5.92m 1 ) ^o< <9 iTU - 1 0 2 O bfc D 

^(owm^nm i -casBS bfc-fb^ (ii. 8 g ) %^jnx. N i b#iii# 
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= 5 0:1) Tlti^U T3BfttM&*^*««flfr£* (10. 6g) £#fc 0 
TLC : Rf 0. 72 (^ od^;1/A : ;* & / — /V-=10 : 1) ; 

NMR(CDC1 3 ) : 5 7. 06 (dd, J=7. 8, 7. 6Hz, 1H), 6.88(d, J=7. 6Hz, 1H), 
6. 70 (d, J=7.8Hz, 1H), 5.88(t, J=4. 4Hz, 1H), 4.93(s, 1H), 3.68(s, 3H), 
5 2.82-2. 62 (m, 4H), 2. 58-2. 49 (m, 2H), 2. 26 (m, 2H) D 

5-fc:V-Sn^/K3-drv'- 1, 2, 3, 4-ff7t Knt7^^-l-t 



10 




5 - 1 Kn^- 1 -T" b (30. Og) (DfcfU (18 0ml) $g 

»u-^W5/t'yv'y (1. i3g) Srin*.*:^ tK^T\ mtt's* 
njjv (25.0ml) SrjRTU MLT?— tftMW bfc 0 SJ^S^^tKtKT^ 

;v*7^o^h^77>f- (^.^f-^ : @^^^vp= 9 : l->5 : 1) Tf 

iiu T8B»tt«[Sr=rt-«««ft;'a* (45. 4 g ) 

TLC : Rf 0. 42(^drf->- : Bftfc^ ^7^=5 : 1) ; 
20 NMR(CDC1 3 ) : 6 7. 95 (dd, J=7. 8, 1. 4Hz, 1H), 7.33(t, J=7. 8Hz, 1H), 

7. 19 (dd, J=7.8, 1.4Hz, 1H), 2.79(t, J=6. OHz, 2H), 2.65(dd, J=7. 6, 6.0Hz, 
2H), 2. 19-2. 05 (ra, 2H), 1.40(s, 9H) 0 

##M4 
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2- (1 - 1 Kn^fv'- 5 — fcV-Sn^Vl^-ari"— 1 , 2, 3, 4 -7 1 h 7 t 



5 »p v (16. 9g) (DM^^^H^ (6 0ml) 1S«^3!>* ($$£*) & 

in*, mffii-fc&s ##^J3-e^bfcfk^ (45. 4 g) fci^p^ii • 

(25.0ml) (D^tK^^^ (12 0ml) fftiTLs 

h^7^^f— : B^B6^^= 8 : l-*5 : 1) -TrfiMU TSE#3 

mU*^-rz>WMik-&m (33. 5 g) £r#fc 0 
TLC : Rf 0. 52(^^-y-l/ : g^^9V^=85 : 15) ; 

NMR(CDC1 3 ) : 8 7.42(dd, J=8. 0, 2.0Hz, 1H), 7. 17 (t, J=8. 0Hz, 1H), 
15 6.85(dd, J=8. 0, 2.0Hz, 1H), 4. 16 (q, J=7. 0Hz, 2H), 4. 10-3. 90 (br, 1H), 
2.80(d, J=14. 0Hz, 1H), 2. 76 (d, J=14. 0Hz, 1H), 2. 68-2. 40 (m, 2H), 
2.12-1.44(ra, 4H), 1. 35 (s, 9H), 1.24(t, J=7. 0Hz, 3H) 0 

20 2- (5-t: 0 ^n^/V^-^i/-3, Knt7^l/y-l-' f/^) ®£ 
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##M4^5tLfc>fb^ (33. 5g) (DY/V^ (8 0ml) Wfc\^ p 
-Yfr^l/X/Vfcl/m'j&fa^ (L52g) 10#K«bfc o MJ="T* 

^/u=2 0:1->10:1) TSWfiRU TiB4&tM!£r^5|g®fb^l& (13.2 
g) £#fc 0 

TLC : Rf 0. 56(^=¥f-^ : @^^cc^/k=3 : 1) ; 
10 NMR(CDC1 3 ) : 6 7. 18 (t, J=8. 0Hz, 1H), 7.08(dd, J=8. 0, 1. 0Hz, 1H), 

6. 86 (dd, J=8.0, 1. OHz, 1H), 6. 01 (t, J=4. 5Hz, 1H), 4. 14 (q, J=7. OHz, 2H), 
3. 44-3. 40 (ra, 2H), 2. 63 (t, J=8. OHz, 2H), 2. 36-2. 23 (m, 2H), 1. 38 (s, 9H), 
1. 22 (t, J=7.0Hz, 3H) 0 

15 »#M6 

2- (5-fcKn^-3, 4-^tKnf7^Wy-l-^) g£H • ^ 



20 t»T> 5 -C3tt3f Vfcfc&m (13. 2 g ) <D^9/—/V (50ml) 

SBfcfc*?- h V !>Axf7- (20ml, 2. 6M) ^ITU 
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•jf^ : : l->2 : 1) -Cl*Mbfc 0 ^btifc^r4 /U&^^-y- 

m (7.73g) £r#fc 0 
5 TLC : Rf 0. 34 (^^rf-^ : gj^c^v^=3 : 1) ; 

NMR(CDC1 3 ) : 5 7.00(t, J=8. OHz, 1H), 6. 78 (d, J=8. 0, 1. OHz, 1H), 
6. 63 (dd, J=8. 0, 1. OHz, 1H), 5.98(t, J=4. 5Hz, 1H), 5.25(brs, 1H), 4. 15 (q, 
J=7.0Hz, 2H), 3. 44-3. 41 (ra, 2H), 2. 74 (t, J=8. OHz, 2H), 2. 36-2. 23 (ra, 2H), 
L23(t, J=7. OHz, 3H) D 

0 

5- (5-^ h*->-3, 4-v ? tKot7^Vy-l (2H) -^JJf» 



hV 7x^~/l'-fcX7j~tyJ>>y f V^4 ¥ (25.0 
g ) (D^tK^ b7t yzuyyls (200ml) t&%L\Z# V t -t/h K 
(12. 7 g ) MIX.. 3 0 °C-T? 1 B#F H m# Lfc„ 5 - ^ f> 3rV- 

1 -=r Yyn> (5.0g) ©ff7t Kn77^ (20ml) m$L%lN7L, M 

TLC : Rf 0. 34 (^^rf-^ : g|@^5V^=2 : 1) 0 
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5- (5-^ h*iy- 3, 4-i?fcKnt7^Vy-l (2H) -^fUfy) 



##09 7 T?J43fi bfcfb^^MTKv 5 ^ 5: K (40ml) 

(5.3ml) *3<f0^g&;& P #A (17. 6 g ) ^ii, tfit'- 

U TlMWMfcW^SIItSfl^tt (6.80g) &#fc 0 
TLC : Rf 0.72(^H?-V : |1^^/^=2 : 1) ; 

NMR(CDC1 3 ) : 6 7. 18 (dd, J=7. 6, 1. 2Hz, 1H), 7. 10 (t, J=7. 6Hz, 1H), 
15 6. 70 (dd, J=7. 6, 1. 2Hz, 1H), 5. 96(brt, J=7. 2Hz, 1H), 3. 81 (s, 3H), 3. 66 (s, 
3H), 2. 71 (t, J=6. 4Hz, 2H), 2. 48-2. 18 (m, 6H), 1.89-1. 71 (m, 4H) D 



5- (5-t Kn^- 3, 4-i?tbW^WV-l — f/^) 
20 & 
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8 -vmm (6. 83 g ) *3 j; -a\f v w • mmM ( 3 9 g ) 

TLC : Rf 0. 12(^1^ : &&t^<7vV=2 : 1) D 
1 0 

5— (5-t 4-i?tKnt7^y-l — iAs)^^fy 

10 g& • ^^/l^.x-rvk 



- 3 0 °CT\ ^ * / —7V (25ml) \zMA\^Jr~;v (1. 9m 1 ) SrflDx., 
- 2 0°CT1 5 #Ra$£# Lfc„ 9 -eWm \^tz.ik&m<D /■ ? 

15 /—A- (10ml) 3 0 #Wj*# bfc 0 SJS3S-a^&* 

^-/i/=4 : i) -?mmu rm^m^^ir^mm^m (4.9i g ) 

20 TLC : Rf 0. 48(^=^1^^ : @^^^VV=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.08(t, J=7. 8Hz, 1H), 6.86(brd, J=7. 8Hz, 1H), 6. 68 (dd, 
J=7.8, 1.0Hz, 1H), 5.85(t, J=4. 4Hz, 1H), 4.96(brs, 1H), 3.66(s, 3H), 
2. 70 (t, J=8.0Hz, 2H), 2. 49-2. 17 (m, 6H), 1.89-1. 45 (m, 4H) D 
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»#M l 1 

N' - ((IE) -5-t Kn^-S, Kat7^V^-l ( 2 H) 

— r p t'V) -2, 4, 6 - mm y yvw<vi£^;vi^ y t $? k 



5 




2 , 4 , y fcVWO-if ^^/l/zfr — /Ut K7 v 5 K (36. 8 g ) 

*3«J:tJ«5-fc Fn^fV— 1, 2, 3, 4-rf7t Knt7^wy-l-t 
V (20. Og) Oy^y-/^ (2 5 0ml) mmfcMffiM (4.3ml) £^&T« 

10 jq^ 4 0 o C-C2B#p B m#bfc o Srzktfm iB#r H m#bfc 0 Iff 

SBWttfi^^rr-siRJBft;^* (49. 2 g ) 

TLC : Rf 0. 28 (^^rf-^ : gfc||cn^yU=3 : 1) ; 

NMR(CDC1 3 ) : 8 7. 57 (br, 1H), 7. 56 (d, J=8. 1Hz, 1H), 7. 16 (s, 2H), 6.99(t, 
15 J=8. 1Hz, 1H), 6. 71 (d, J=8. 1Hz, 1H), 4. 37 - 4. 24 (m, 2H), 2. 88 (m, 1H), 
2. 69 (t, J=6. 0Hz, 2H), 2. 43 (t, J=6. 6Hz, 2H), 1.96 - 1. 85 (m, 2H), 1. 30 (d, 
J=6. 9Hz, 12H), 1. 23 (d, J=6. 9Hz, 6H) G 

1 2 

20 5-tFn^-3, KPt7^Wy-l-W^/^ 
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1 1 -?§!Bt Isfrfc&m (49. 2 g) ©i*fh7t KP77^ (5 1 
0 ml) mm^, ~7 8°C-t?n-^/HJ^!7A (221ml, 1. 56M in 
hexane) &$»T U -7 8 °CT* 3 0 ftfflfflfr Lfc 0 ELfoU-hm* 0 °C l£ 

7*fc K (11. 7 g) frtiax., ^iBJ;-C#i&Ufc&. iB#ra^#bfc 0 *^T. R 

*7 i»X«t , m« Ufc„ aS^r v- y # 7^n-7h>/77^- (^ 
10 dff"^ : ^^/l-=3 : 1^1 : 1) T?*&3SU TfaWM^^Tf- Still 
fb^tl (15. 7 g) 2r#7c„ 

TLC : Rf 0. 28(^=¥-^>- : ^^9^=2 : 1) ; 

NMR(CDC1 3 ) : 5 9. 17(brs, 1H), 6.94(t, J=8. 1Hz, 1H), 6. 74 (d, J=8. 1Hz, 
1H), 6.68(dd, J=8. 1, 1.2Hz, 1H), 6. 01 (t, J=4. 8Hz, 1H), 4. 50(brs, 1H), 
15 4. 25 (d, J=l. 2Hz, 2H), 2. 60 (t, J=7. 8Hz, 2H), 2. 22 - 2. 09 (m, 2H) 0 

1 3 



1 2 Vfdk&m (15. 7 g ) O&StK^ f> ^ Kn:7^>- (1 3 

5ml) »^7k^T. TkStfb-T- h y -7A (3. 75 g, 63. 1%) ZMx., 
t'3 0 #f!93f # Lfc 0 Rl^m^^^ n n ^ ?7l<cc— =r)V (7. 41m 1 ) 



20 
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5 l) -e*jH84U T»4^«3:^S*lgfc£4& (15. lg) Sr#fc„ 
TLC : Rf 0. 38 (^f-V : g^^^/^=2 : 1) ; 

NMR(CDC1 3 ) : 5 7. 16 (t, J=7. 8Hz, 1H), 7. 05 (d, J=7. 8Hz, 1H), 7.00(d, 
J=7. 8Hz, 1H), 6. 14 (t, J=4. 5Hz, 1H), 5. 20 (s, 2H), 4. 51(brs, 2H), 3.49(s, 
3H), 2.82(t, j=8. 1Hz, 2H), 2.30(td, j=8. 1, 4. 5Hz, 2H), 1.46(brs, 1H) G 

10 

m^m 1 4 




15 

1 3 -ei£it Lfc-ffr^ (7. 53 g ) *5i:-0« M7 ^^./t^*^ ^ 

o.59g) ©mb^^w^ diomi) mrn\zfc]$T, m&ttMm (12.1 

;n^/l^c— <T/U$5 3:XP^3r J 9-^<DU'&¥&1& (5:1) *MtM)7x=;l/ 

n-7h^77>f- (^dp-f-^ : gf^^^v^ 2 0 : 1 -* 1 0 : 1) *CfflfSS U 

TIB#»tM^Wi-SlIM^^ (6.32g) 

TLC : Rf 0. 76(^3^^ : W^Wt^^^=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.20(t, J=8. 1Hz, 1H), 7. 12 (d, J=8. 1Hz, 1H), 7.03(d, 
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J=8. 1Hz, 1H), 6. 30 (t, J=4. 8Hz, 1H), 5. 20 (s, 2H) , 4. 36 (s, 2H), 3.49(s, 
3H), 2.83(t, J=8. 7Hz, 2H), 2. 31 (td, J=8. 7, 4. 8Hz, 2H) D 

5 

5 2, 2-v^9VV— 3 - (5 3, 4-^tKnt7^ 
v-v- 1 — ^f/u) 7n^y| • ^J-)V^7s^r;v 



10 2— ^^v^n^^Sfe • ^J-;Va^^;V (5.11ml) ©i*r b7t Kn 
77^ (30ml) ^^tK^T, Pf7Wy^B tf/UT 5: K (22.3m 
1) 3 0^t?3 0^jf#bfc o S^^^7»T. 

(6.32g) ©M*^ fc Ko77^ (2 0ml) ^ 

(^d^;/ : i^^^/ix=8 : l->6 : 1) TltlL, TfBWMSr^ 
-TStlM-fb^ (7.02g) £#7c 0 
TLC : Rf 0. 55(^df-f-V : @^cc^/i/=5 : 1) ; 
20 NMR(CDC1 3 ) : 8 7. 10 (t, J=8. 1Hz, 1H), 6.97(d, J=8. 1Hz, 1H), 6.94(d, 
J=8. 1Hz, 1H), 5. 85 (t, J=4. 5Hz, 1H), 3. 49 (s, 3H), 3.47(s, 3H), 2. 74 (t, 
J=7. 8Hz, 2H), 2. 72 (s, 2H), 2. 17 (td, J=7. 8, 4. 5Hz, 2H), 1. 15 (s, 6H) D 

m^m 1 6 
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2, 2— S^^yU— 3 - (5-fc 4-i?tFPt7^y- 
1 -fn/^-yWt • **f-jV3c?s s rjv 




5 

5T^3tbfc-fb^ (6.78g) <D*#S—fl> (1 1 0ml) 
jC4N*-fb**— (8.4ml) §rJPx. N 1 5R#IW8i#L 

10 DAtWI, 1IU TIBfcttflC&W^5fl»f&£» (5.78g) Sr#fc 0 
TLC : Rf 0.30(^^1hV : g^^c^/l-=5 : 1) ; 

NMR(CDC1 3 ) : 8 7.03(t, J=8. 1Hz, 1H), 6.89(d, J= 8. 1Hz, 1H), 6.65(dd, 
J=l. 2, 8.1Hz, 1H), 5.85(t, J=4. 5Hz, 1H), 4. 71 (s, 1H), 3.46(s, 3H), 2. 71 (d, 
J=l. 2Hz, 2H), 2.67(t, J=8. 1Hz, 2H), 2. 20 (td, J=8. 1, 4. 5Hz, 2H), 1. 56 (s, 
15 6H) D 

1 7 

l-^^n^utfp^^— 5— h^is—l, 2, 3, 4— fb7t Kot 
7& 



20 
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(19. 8 g) (DMtKt 1 h7t (2 0 0ml) D^t -7 

h^rv-K (9.58g) ^tl^ ifCl. 5B#H!3f#Lfc 0 SJ&i^lfe 5 - 

^ F^-i-ff7P> (5.o g ) mu-^5^mmwvtco gj&m 

;v=10:l) "(?«H8U TfB^<4#CSr^rt-S«S^-a^ (5.66g) 
TLC : Rf 0. 86(^=¥f-^ : g£g^5vV-=10 : l) ; 

NMR(CDClg) : 8 7. 56 (d, J=7. 8Hz, 1H), 7. 13 (t, J=7. 8Hz, 1H), 6. 70 (d, 
10 J=7. 8Hz, 1H), 3. 83 (s, 3H), 2. 76 (t, J=6. 4Hz, 2H), 2. 66-2. 56 (m, 2H), 
1.94-1. 80 (m, 2H), 1.51-1. 40 (m, 2H), 1.12-1. 02 (ra, 2H) D 



1 8 

1- (3-7'n^7°Pt» -5-^h^rv--3, 4-7tKnt7^l'y 

15 




mnmi (5.oo g ) ©g^n (eomi) »4 7% 

nfti7K5ff7K«£?R (20ml) ^jp^s mMK2i#mm&^ft 0 m&m&m* 

*«fc<£» (7.05g) 

TLC : Rf 0. 69(^=3rf->- : : 1) ; 
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NMR(CDC1 3 ) : 8 7. 16 (t, J=7. 8Hz, 1H), 6.90(d, J=7. 8Hz, 1H), 6.79(d, 
J=7. 8Hz, 1H), 5. 92 (t, J=4. 6Hz, 1H), 3.83(s, 3H), 3.44(t, J=6. 6Hz, 2H), 
2. 74 (t, J=7. 6Hz, 2H), 2. 65-2. 55 (m, 2H), 2. 28-2. 15 (m, 2H), 2. 13-1. 98 (m, 
2H) 0 

5 

1 9 

2, 2-v 5 ^^— 5 - (5 b^v-- 3, 4->?tKnt7^y-l 



10 




7k?^T> 2-7<^vK7 p n^;^ • ^^/i/^^-r/i/ (3. 30 g) (DMfc'rhv 
kKn77^ (15ml) ^R^U ^AvV t°/UT 5 K (16. 5m 1 N 

2.0M) Srflll*., 3 0 o Ct3 0^fWUc o S»S:*T*tftfa«, ^J&^W- 
15 #%M 1 8 "T?SS3t bfcfb-^® (3. 00 g ) (DMtR-t" h7t Kn77^ (5ml) 

(^^i/ : g^gfea:^/u= 1 0 0 : 1^20 : 1) T*flEKU TIB4fe 

20 ttf^ftsti^fift^ (3.68 g ) Sr#rc„ #e>ttfe{b^r±»$*-t- 

TLC : Rf 0. 84(^^f"^ : ffi&t^<f-;]s=2 : 1)„ 
2 0 
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2, 2-v ? p<9V^-5- (5-tKn^-3, 4-v > tKnt7^ky- 
l — 



5 1 9 bfc-fb^ (3. 68 g ) ^o<ttKt°lJ v> V • iftgfett ( 1 7 g ) 

10 TLC : Rf 0. 30(^^rf">- : g^^^^/l/=2 : 1) 0 
2 1 

2, 2-S^^vV-5- (5 - 1 Kn^- 3, 4-i?t Knt7^^y- 
1— ^f/l/) ^^^H • ^^/^cn^-^/i/ 



(11ml) KM.it^-^-^^ (0.86ml) ^Bi^ -2 0°C 
20 (5ml) ^^Ux., 1 H#R0jf#Lfc o SJ&MlS^^li Lfc 0 $s 




15 
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-rmmm^^-r^mmit^m (2.02 g ) 

TLC : Rf 0.66(^^1^ : @fc®^^vl'=2 : 1) ; 

NMR(CDC1 3 ) : 6 7. 05 (t, J=8. OHz, 1H), 6.84(d, J=8. OHz, 1H), 6. 68 (dd, 
5 J=8.0, 1. OHz, 1H), 5.84(t, J=4. 8Hz, 1H), 5. 01 (brs, 1H), 3. 60 (s, 3H), 
2.70(t, J=8.0Hz, 2H), 2. 44-2. 32 (ra, 2H), 2.30-2. 17 (m, 2H), 1.75-1. 34 (m, 
4H), 1. 15 (s, 6H) 0 

gtfj 2 2 

10 2 O^/l^^- 3 - (5 3, 




T/l^^^^H^nN 2 — <>Z?/l>>a-^>$m (0.30ml) (D*rY7t 
15 KB77V (7ml) M^^^A^y/ntV^^K (2.4ml) 

7 8°CTITU 0°C-ei 0^-f H m#bfc o _h|S-C#6>*t/S:»«Sr##«l 
4T?^jtbfcfb^ (6 0 Omg) O^r h 7 fc Kn7?^ (3m 1 ) W-Wtfc, 

!7-Mc}gs?0efc;fe>tt N 4MRbfco TKJi^Bfe^^-CttWUfco #«7t^a 
l) t?»JSU TIB«W4^Sr^r-t-5flWBft;^* (9 9mg) &fflt 0 
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TLC : Rf 0. 33(^=^1^ : @^^^Vl'=4 : 1) 0 
2 3 

2 -^^^/U^T^riS- 3 - (5-t 




##M2 2-e^5tbfc^^l (9 9mg) (D*?;—;V (4ml) 
4Ni^'fb7K*-^= 3 f-f->'» (0.1ml) mWX*l 5B#P B m#bfc 0 

TLC : Rf 0.48(^=¥^V : @j^^/k=2 : 1) 0 
»#M 2 4 

15 3-^ h^iX^/^^/l— 2- (4-7^/W^W/^T ^ /) 



O 




L-T^^^=¥>-^- j3 -tJ'/V^KTA' ' (18 4g) ^r^K (1.3 

L) Jc*»U mm^m^-hV^^ (2 7 7 g) Sr^fc^ ffytFa 
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(4 5 0ml) |5itF4 - ^f Z^yyV;^ n 7-f K (146ml) 
©Tf7tFP77y (50ml) Mlfc&ffiT U 15 B#P^&1?3f # Lfc 0 

Rmu-^m^mm^/^^ bfc 0 7km* 2 nut 4 p h 2 ~ 3 

5 A-esj&M^ IIU TIBW«tr^ri-6li.^tIM^^i (2 5 5 g) £ 
TLC : Rf 0. 28(^od Tjvi/A : y $ J —7^=5 : 1) ; 

NMR (CDC1 3 ) : 8 7. 71 (d, J=8. 1Hz, 2H), 7. 34 (d, J=7. 8Hz, 1H), 7. 24 (d, 
J=8. 1Hz, 2H), 5.08(ddd, J=7. 5, 4.5, 4. 5Hz, 1H), 3. 73 (s, 3H), 3. 18 (dd, 
10 J=17. 1, 4.5Hz, 1H), 3. 00 (dd, J=17. 1, 4. 5Hz, 1H), 2. 40 (s, 3H) 0 

2 5 



O 



15 




##M 2 4 bfcffr£^ (255g) ©fc°!Jv ! y (480ml) 

fc^ MtK^ (4 5 3ml) *5j:tf«4-^^^/^r ^ / H°!J v 5 ^ (3.52g) 

TLC : Rf 0.23(^MM/ : g£gfe;c^vu=2 : 1)„ 
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»#M 2 6 

2- (2- (4-^5vK7c£~/k) - 5 —t^AsUr*?^/*- /U- 4 — <{ )V) 



#tM2 B-CjSJtUfeflS^ttO*!*^ (4 5 0ml) SI (8 

6mi) ^px., 9 ov-eimmwtw^fc* &m&-T*tm&* 
, mmm*^*wme&m a 8 3 g ) 

15 TLC : Rf 0.61(^^rf-^ : @^?cc^/^=2 : l) ; 

NMR(CDC1 3 ) : 6 7.87(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 3.73(s, 3H), 
3. 57 (s, 2H), 2. 38 (s, 3H), 2. 35 (s, 3H) 0 

2 7 

20 2— (2— (4 — ^f-^*-^) — 5 — 4 — f/U) 

^9 S — 



TkSHfcy ^^T/^^!?^ (18. 6 g) ^ttK^Ts i*fh7tKn79 



5 
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^2 5 omi) m«i»u e-efiBfibfe'fh:^* (nog) <^MtK 

7f7tKn77^ (250ml) fi^lTU MTF3 0#TO^bfc o 

5 — Bfc$cffi bfco # kfrfc*£ifi&^3rif- V*5 «k UWH^^©jft#*«£ (10: 
l) Tifci^U TIB4W4«:*#i-5iRBft:-a* (80. o g ) %#fc c 

TLC Rf 0. 18(^=^1^^ : $£^^/U=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.86(m, 2H), 7.23(m, 2H), 3. 92 (br, 2H), 2. 71 (t, J=6. 0Hz, 
2H), 2. 39 (s, 3H), 2. 32 (s, 3H) C 

10 

mmmi 

3- (5- (2- (2- {A-*J->vy zr.~;V) -<o-*=f~;V^^/—)V 
a^h^-y) -3, Knt7^^y-1-^^) 



15 




##^2-e^5tUfc-fb^ (6 0 0mg) Otl^fWy (15ml) $g 

(1.02g) *5±tJ«l, 1' - (r^^^^) v't^y^ (9 7 8m 
20 g) ^fi.T*3^TO#Ufc 0 ^^^Sr^^/^-x/^^ 

^nvf^77^- (^^f-^:@^^^/^=9 :l-»>7:l->5:l-»7: 
2) tf«fKU TfB«4#^^1-5#38^fc^ (l.oog) =£r#fc„ 
TLC : Rf 0.59(^3^^ : %ftfcx. s ?~;V=2 : 1) ; 
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NMR(CDC1 3 ) : 8 7. 86 (d, J=8. 1Hz, 2H), 7. 23 (d, J=8. 1Hz, 2H), 7. 13 (dd, 
J=8.0, 8.0Hz, 1H), 6. 94-6. 74 (m, 2H), 5.87(dd, J=4. 6, 4. 6Hz, 1H), 4.25(t, 
J=6. 6Hz, 2H), 3.67(s, 3H), 2. 99 (t, J=6. 6Hz, 2H) , 2. 85-2. 63 (m, 4H), 
2.60-2. 45 (m, 2H), 2. 39 (s, 3H), 2. 36 (s, 3H), 2. 30-2. 10 (ra, 2H) 0 

5 

mmmi (D (4 6) 

(##M6 N #ff|l 0 N ##il 6, #tM2 1, »J2 3*5j:tJ*2- 
(5-t Fn^-S, 4-^tKnt7^vy-l — f/^) • ^^vl' 

15 3- (5- (2- (2— 7ctc=:/^— S-^^/^^f-y— 4— ^ 
b^v^) -3, 4-v ! tKPt7^Vy-l — f/k) 7"ct^y||.^f;l/x 




20 TLC : Rf 0. 59 (— =¥1^ : gEgjfe;c^A'=2 : 1) ; 

NMR(CDC1 3 ) : 8 8. 02-7. 94 (m, 2H), 7. 47-7. 37 (in, 3H), 7. 13 (t, J=8. 0Hz, 
1H), 6.89(d, J=8.0Hz, 1H), 6. 80 (d, J=8. 0Hz, 1H), 5.87(brt, J=4. 5Hz, 1H), 
4. 25 (t, J=6.6Hz, 2H), 3. 67 (s, 3H), 2. 99 (t, J=6. 6Hz, 2H), 2. 82-2. 65 (ra, 
4H), 2. 58-2. 47 (ra, 2H), 2. 37 (s, 3H), 2.27-2.1 Km, 2H) D 
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mmmi (2) 

3- (5- (2- (2- t°y — -5- 

^^•/^^^y— ^-4 — f/l-0 cc^dr-i/) -3, Kot7^Vy 




TLC : Rf 0. 16(^^f-^ : @{^c^vk=2 : 1) ; 

NMR(CDC1 3 ) : 8 8.74(dd, J=2. 4, 0. 8Hz, 1H), 7.99(dd, J=9. 0, 2. 4Hz, 1H), 
10 7. 13 (d, J=8. 0Hz, 1H) , 6. 88 (d, J=8. 0Hz, 1H) , 6. 81 (d, J=8. 0Hz, 1H) , 6. 52 (dd, 
J=9.0, 0. 8Hz, 1H), 5.87(brt, J=4. 6Hz, 1H), 4. 24 (t, J=6. 8Hz, 2H), 3.67(s, 
3H), 3. 14 (s, 6H), 2.96(t, J=6. 8Hz, 2H), 2. 82-2. 65 (ra, 4H), 2. 57-2. 47 (ra, 
2H) , 2. 34 (s, 3H) , 2. 27-2. 1 1 (m, 2H) 0 

15 mnmi (3) 

3- (5- (2- (2- (1, V^>--5— (M -5-7* 
^/Vd-^y-y?— /V-A ^h^cis) -3, 4-v?tFnt7^I/y- 

l 7"n^y| • ^^jvol.^=j-)V 




20 

TLC : Rf 0.49(^^1?"^ : WW.=^^-^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7.51(dd, J=8. 2, 1.6Hz, 1H), 7.43(d, J=l. 6Hz, 1H), 
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7. 13 (dd, J=8. 0, 8.0Hz, 1H), 6. 94-6. 76 (m, 3H), 6.01(s, 2H), 5. 87 (dd, J=4. 5, 
4.5Hz, 1H), 4.24(t, J=6. 6Hz, 2H), 3.67(s, 3H), 2.96(t, J=6. 6Hz, 2H), 
2. 84-2. 62 (m, 4H), 2. 60-2. 45 (m, 2H), 2. 34 (s, 3H), 2. 26-2. 10 (m, 2H) 0 

5 mm (4) 

3- (5- (2- (2- (4— t -zf^JV? — 5 - 7< ^/M^f-y* 

~ 7 u- 4-4 M ^h^c-y) -3, 4-^fcFPt7^vy-i-f;v) y° 



TLC : Rf 0. : H^n^/^2 : 1) ; 

NMR(CDC1. 3 ) : 5 7. 89 (d, J=8. 6Hz, 2H), 7. 44 (d, J=8. 6Hz, 2H), 7. 12 (dd, 

J=8. 2, 8.0Hz, 1H), 6. 88 (d, J=8. OHz, 1H), 6. 80 (d, J=8. 0Hz, 1H), 5.87(t, 

J=6.6Hz, 1H), 4.24(t, J=6. 6Hz, 2H), 3.67(s, 3H), 2.98(t, J=6. 6Hz, 2H), 

15 2. 82-2. 63 (m, 4H), 2. 58-2. 47 (m, 2H), 2. 37 (s, 3H), 2. 26-2. 10 (ra, 2H), 
1. 34 (s, 9H) D 

mmmi (5) 



3- (5- (2- (2- (6- &/U7frD is-A-jS^) t'yv'y-S- ( 

20 )V) -s-ff-ivjr^^f—jv-A-^jv) ^Y^y) -3, 4-v>fcKn 



H 3 C \=/ O^CH 3 




CH 3 
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TLC : Rf 0. 75(^pp sft/l'A : * 9 J — /^=10 : 1) ; 

NMR(CDC1 3 ) : 5 8. 76 (d, J=l. 8Hz, 1H), 8. 04 (dd, J=8. 8, 1. 8Hz, 1H), 

5 7. 13 (dd, J=8.0, 7.8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 6.80(d, J=8. OHz, 1H), 

6.64(d, J=8.8Hz, 1H), 5.87(m, 1H), 4.23(t, J=6. 4Hz, 2H), 3. 82 (m, 4H) , 

3. 59 (m, 4H), 2. 96(t, J=6. 4Hz, 2H), 2. 83-2. 63 (m, 4H), 2. 57-2. 48 (m, 2H), 
2.08(m, 2H) 0 

10 mmmi (6) 

3- (5- (2- (2- (4-^W5;7is^) 

— (M ^b^iX) -3, 4-^tFot7^Vy-l-f;V) 




TLC : Rf 0. 37(^^1^ : |»c^Vl/=2 : 1) ; 

NMR(CDC1 3 ) : 5 7. 80 (d, J=9Hz, 2H), 7. 15 (m, 1H), 6. 90-6. 70 (m, 4H), 
5.90(t, J=4Hz, 1H), 4. 25 (t, J=7Hz, 2H), 3. 70 (s, 3H), 3. 00 (s, 6H), 2. 95 (t, 
J=7Hz, 2H), 2. 80-2. 50 (m, 6H), 2. 35 (s, 3H), 2. 20 (ra, 2H) G 

20 

gjjl (7) 

3- (5- (2- (2 f y"7°n \£As— 5 -p« /U— 4 — Y^) 
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^h^iy) -3, 4-i?t Knt7^vy-1 — (As) 7°n^yi ■ x^f-As 



5 TLC : Rf 0. 57(^3^ : H&^fvl'=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 15 (dd, J=7. 5, 7. 5Hz, 1H), 6.90(d, J=7. 5Hz, 1H), 
6. 80 (d, J=7. 5Hz, 1H), 5. 90 (t, J=4Hz, 1H), 4.20-4. 10 (m, 4H), 3. 00 (m, 1H), 
2. 90 (t, J=6Hz, 2H), 2. 75 (m, 2H), 2. 65 (t, J=8. 5Hz, 2H), 2. 55 (t, J=8. 5Hz, 
2H), 2. 20 (s, 3H), 2. 20 (m, 2H), 1.35-1. 20 (m, 9H) 0 

10 

mmmi (8) 

3— (5- (2- (2- {A-yy7>V3ru^=f-jV?^~7V) 

^.^y—/u-4-4^) ^h^ris) -3, 4-e?t Knt7^i/y-i- 



TLC : Rf 0. 73(^=3rf->- : WW:^^^=2 : 1) ; 

NMR(CDC1 3 ) : 6 8. 10 (d, J=8Hz, 2H), 7. 70 (d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6. 95-6. 80 (m, 2H), 5. 85 (m, 1H), 4. 25 (t, J=6Hz, 2H), 4. 15 (q, 
20 J=7Hz, 2H) 3 3.00(t, J=6Hz, 2H) , 2. 80-2. 65 (m, 4H), 2. 50 (m, 2H) , 2.40(s, 
3H), 2. 20(m, 2H), 1. 25 (t, J=7Hz, 3H) D 




15 
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iiii o) 

3- (5— (2— (2- (4- hV J.^-;VJr*cZ/7 ;V) -5- 

^^^^^^-4-^^) ^b^vO -3, 4-v?tFPt7^Vy 

— i — /p^vl • ^^-71/^^.7^/1/ 

5 




TLC : Rf 0. 74 (^^f-^ : &&t^<?-;V=2 : 1) ; 

NMR(CDC1 3 ) : 8 8.00(d, J=9Hz, 2H), 7.25(d, J=9Hz, 2H), 7. 15 (dd, J=8, 
10 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6. 80 (d, J=8Hz, 1H), 5.85(m, 1H), 4. 25 (t, 
J=6Hz, 2H), 4. 15 (q, J=7Hz, 2H), 3.00(t, J=6Hz, 2H), 2. 80-2. 60 (m, 4H), 
2. 50 (m, 2H), 2. 40 (s, 3H), 2. 20 (m, 2H), 1. 25 (t, J=7Hz, 3H) 0 

iiii (i o) 

15 3- (5- (2- (2- (4-^^/^*=/^) - 5 — tf-flsit*^/*- As 
- A -y( 7 V) Jl^ari/) -3, 4-^tKnt7^I/y-l-^) 




20 TLC : Rf 0. 58(^=3ff-^ : gfcgg:t^vl/=2 : 1) ; 

NMR(CDC1 3 ) : 5 7.85(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(m, 1H), 4. 25 (t, 
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J=7Hz, 2H), 4. 15 (q, J=10Hz, 2H), 3. 00 (t, J=7Hz, 2H), 2. 80-2. 65 (m, 4H), 
2. 50 (ra, 2H), 2. 40 (s, 3H), 2. 20 (m, 2H), 1.2B(t, J=10Hz, 3H) D 

mmm 1 (id 

5 3- (5- (2- (2- (4-^007^) - 5 — * *f-;V3r^l?>—;V 




10 TLC : Rf 0. 64(^^f->- : @£^^/^=2 : l) ; 

NMR(CDC1 3 ) : 5 7.95(d, J=8Hz, 2H), 7.40(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5. 85 (t, J=4Hz, 1H), 
4. 20 (t, J=6Hz, 2H), 4. 15 (q, J=7Hz, 2H), 3. 00 (t, J=6Hz, 2H), 2.80-2. 65 (m, 
4H), 2. 50 (m, 2H), 2.40(s, 3H), 2. 20(m,2H), 1. 25 (t, J=7Hz, 3H) D 

15 

mmmi d 2) 

3- (5- (2- (2- - 5 -^^/Is^f-y 

—;V-A — f/l/) ^b^riX) -3, 4-v^t KPt7^l/y-l-^) 7 s 



20 




TLC : Rf 0. 50 (^M*-^ : @^^^/V=2 : 1) ; 
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NMR(CDC1 3 ) : 8 7.85(d, J=8Hz, 2H), 7.30(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.25(t, J=7Hz, 2H), 4. 15 (q, J=7Hz, 2H), 3.00(t, J=7Hz, 2H), 2.80-2. 65 (m, 
4H), 2. 50 (s, 3H), 2.50(m, 2H), 2. 35 (s, 3H), 2. 10(m,2H), L25(t, J=7Hz, 
5 3H) G 

Hi 1 (13) 

3— (5- (2- (2- (4--Y y^n \f/vy^^;V) 
^-4-^,1,) ji^v) -3, 4-^tKnt7^vy-l — f/V) 

s-o-cc 

TLC : Rf 0. 65(^drlJ-^ : ij^^/1^2 : 1) ; 

NMR(CDC1 3 ) : 5 7.90(d, J=8Hz, 2H), 7.25(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
15 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.80(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4. 25 (t, J=6Hz, 2H), 4. 15 (q, J=7Hz, 2H), 3. 00-2. 90 (m, 3H), 2. 80-2. 65 (m, 
4H), 2. 50 (m, 2H), 2.35(s, 3H), 2. 20(m,2H), 1.20(d, J=8Hz, 6H), 1. 20 (t, 
J=7Hz, 3H) D 

20 mmm 1 (14) 

3- (5- (2- (2- (4-ynt>7x=;W) - 5 — * s f~?V3r3c^J<— 
;v — 4 — f/lO ^h^vO -3, Knt7^vy-1-^^) 7°^ 
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TLC : Rf 0.65(^^1^ : H^n^/k=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 80 (d, J=8Hz, 2H), 7. 25 (d, J=8Hz, 2H), 7. 10 (m, 1H), 
5 6.90(m, 1H), 6. 75 (m, 1H), 5. 85 (m, 1H), 4. 25 (t, J=6Hz, 2H), 4. 15 (q, J=7Hz, 
2H), 3. 00 (t, J=6Hz, 2H), 2. 80-2. 60 (ra, 8H), 2. 55 (m, 2H), 2. 35 (s, 3H), 
2. 20 (m, 2H), 1. 25 (t, J=7Hz, 3H), 0.95(t, J=8Hz, 3H) C 

mmm 1 (15) 

10 3- (5- (2- (2- (2, 2-^^7^13-1, 

-5— -f^) - 5 —^^vM-^Mf)/— f 7V) ^b^) -3, 4- 




15 

TLC : Rf 0. 61(^df-1?->- : @£^c^yk=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 75 (m, 1H), 7. 70 (m, 1H), 7. 15-7. 05 (m, 2H), 6. 90 (d, 
J=8Hz, 1H), 6. 80 (d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 4. 25 (t, J=7Hz, 2H), 
4. 15 (q, J=7Hz, 2H) , 3. 00 (t, J=7Hz, 2H) , 2. 80-2. 65 (m, 4H) , 2. 55 (m, 2H) , 
20 2. 35 (s, 3H), 2. 20 (m, 2H), 1. 25 (t, J=7Hz, 3H) 0 
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U (16) 



3- (5- (2- (2- (6 -*?^)VT ^ / 3 — ( /U) -5- 

t^jvir-*^/— jv-a — <M ^h^-y) -3, 4-i>tFDt7^y 



H 3 C^ 
I 




TLC : Rf 0. 32(^=3r1?-^ : H^n^vW=2 : 1) ; 

NMR(CDC1 3 ) : 5 8.7l(d, J=2. 4Hz, 1H), 7.94(dd, J=9. 0, 2. 4Hz, 1H), 
10 7. 13 (dd, J=7. 8, 7. 8Hz, 1H), 6. 89 (d, J=7. 8Hz, 1H), 6. 80 (d, J=7. 8Hz, 1H), 
6.47(d, J=9. OHz, 1H), 5. 87 (t, J=4. 5Hz, 1H), 4.23(t, J=6. 6Hz, 2H), 4. 13 (q, 
J=7. 2Hz, 2H), 3. 55 (q, J=7. 2Hz, 4H), 2.96(t, J=6. 6Hz, 2H), 2. 82-2. 62 (m, 
4H), 2. 58-2. 44 (m, 2H), 2. 33 (s, 3H), 2. 26-2. 10 (m, 2H), 1.34-1. 12 (m, 9H) 0 



15 mmm 1 (17) 

3- (5- (2- (2- (fc^JJ 1 -5-^W7^ 

-4— T/U) ^f>3^) -3, 4-i?tFPt7^t'y-l-'{/V) ^n/N° 




TLC : Rf 0. 63 (-^^f-^ : g^^5vl/=2 : 1) ; 
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NMR(CDC1 3 ) : 8 7. 12 (t, J=7. 8Hz, 1H), 6.88(d, J=7. 8Hz, 1H), 6. 79 (d, 
J=7. 8Hz, 1H), 5.87(t, J=4. 8Hz, 1H), 4. 21 (t, J=6. 9Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H), 3. 36 (t, J=4. 8Hz, 4H), 2. 95 (t, J=6. 9Hz, 2H), 2. 76 (t, J=7. 2Hz, 2H), 
2. 70 (t, J=8. 7Hz, 2H), 2. 51 (t, J=8. 7Hz, 2H), 2.25(s, 3H), 2. 23-2. 14 (m, 
5 2H), 1.70 - 1. 53 (m, 6H), 1. 25 (t, J=7. 2Hz, 3H) 0 



gl 1 (18) 



10 



3— (5- (2- (2- (4— ^^/Hf^i^— 1 — fM 

— r/v) ^h^vO -3, 4-v ! tKDt7^vy-i — r 



H 3 C-N N-< I 

^ S^CH 3 




CH 3 



TLC : Rf 0. 47 P P Tfr/VA : p< 9 / *-;U=9 : 1) ; 

NMR(CDC1 3 ) : 8 7. 13 (t, J=7. 8Hz, 1H), 6. 88 (d, J=7. 8Hz, 1H), 6. 79 (d, 
15 J=7.8Hz, 1H), 5.87(t, J=4. 5Hz, 1H), 4. 21 (t, J=6. 9Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H), 3.4l(t, J=5. 1Hz, 4H), 2. 96 (t, J=6. 9Hz, 2H), 2. 76 (t, J=8. 1Hz, 2H), 
2.69(t, J=8.4Hz, 2H), 2. 55 - 2.45 (m, 6H), 2. 33 (s, 3H), 2.26(s, 3H) , 2.23 
-2. 13 (m, 2H), 1. 25 (t, J=7. 2Hz, 3H) 0 

20 HflSflil 1 (19) 

3— (5- (2- (2- (^Vt^y^-4 — f/W 

-4 — f/u) a^h^-y) -3, 4-^tKnt7^Vy-l — f/t") 7n/^ 
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TLC : Rf 0. 36 (^^l^ : g^a^/^=2 : l) ; 

NMR (CDC1 3 ) : 8 7. 13 (t, J=8. 1Hz, 1H), 6. 89 (d, J=8. 1Hz, 1H), 6. 79(d, 
5 J=8. 1Hz, 1H), 5. 87 (t, J=4. 8Hz, 1H), 4. 21 (t, J=6. 6Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H), 3. 79 (t, J=4. 8Hz, 4H), 3. 37 (t, J=4. 8Hz, 4H), 2.96(t, J=6. 6Hz, 2H), 
2. 76 (t, J=7. 8Hz, 2H), 2.69(t, J=7. 8Hz, 2H), 2. 51 (t, J=7. 8Hz, 2H), 2. 27 (s, 
3H), 2. 24-2. 14 (m, 2H), 1.25(t, J=7. 2Hz, 3H) 0 

10 Ml (2 0) 

3- (5- (2- (2- (^a-^r/l'tff y ^-4— < )V) -5-^W7J/ 

— /w- 4 — f/io ^b=3f^) -3, 4-v?tKot7^wy-i-^) y 




15 

TLC : Rf 0.62(^=^1^ : g£@£^ 5v^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 13 (t, 1=7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 6. 79 (d, 
J=7. 8Hz, 1H), 5. 87(t, J=4. 5Hz, 1H), 4. 20 (t, J=6. 6Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H) , 3. 77 - 3. 70 (m, 4H) , 2. 94 (t, J=6. 6Hz, 2H) , 2. 80 - 2. 64 (ra, 8H) , 2. 50 (t, 
20 J=7. 8Hz, 2H), 2.25(s, 3H), 2. 23-2. 13 (m, 2H), 1. 25 (t, J=7. 2Hz, 3H) 0 

mmm 1 (21) 
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3- (5- (2- (2- (6 -^A'trp v 5 ^- 3 -J JV) 



5 




TLC : Rf 0. 47(^no /fr/VA : * # / —;V=19 : 1) ; 

NMR(CDC1 3 ) : 5 9.07(d, J=l. 8Hz, 1H), 8. 12(dd, J=8. 1, 1. 8Hz, 1H), 
7.21(d, J=8. 1Hz, 1H), 7. 14 (t, J=7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 6.80(d, 
10 J=7.8Hz, 1H), 5.87(t, J=4. 2Hz, 1H), 4.25(t, J=6. 6Hz, 2H), 4. 13 (q, J=7. 2Hz, 
2H), 2. 99 (t, J=6. 6Hz, 2H), 2. 75 (t, J=9. OHz, 2H), 2.69(t, J=8. 4Hz, 2H), 
2.60(s, 3H), 2. 50 (t, J=8. 4Hz, 2H), 2. 38 (s, 3H), 2. 24-2. 14 (m, 2H), 1. 24 (t, 
J=7. 2Hz, 3H) D 

15 1 (22) 

3- (5- (2- (2- (1, 5-i?*^^t°9y— f/U) -5- 
^^/V^-dr^y— 7^-4-^/1^) ^h^riX) -3, 4 Kot7^ 




TLC : Rf 0. 56 a n*;^ : ^y— /U=19 : 1) ; 
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NMR(CDC1 3 ) : 8 7. 12 (t, J=8. 1Hz, 1H), 6.88(d, J=8. 1Hz, 1H), 6. 79 (d, 
J=8. 1Hz, 1H), 6. 51 (s, 1H), 5. 85 (m, 1H), 4. 24 (t, J=6. 6Hz, 2H), 4. 13 (q, 
J=7.2Hz, 2H), 3.85(s, 3H), 2.97(t, J=6. 6Hz, 2H), 2.75(t, J=7. 5Hz, 2H), 
2.68(t, J=8.4Hz, 2H), 2.50(t, J=8. 4Hz, 2H), 2. 35 (s, 3H), 2. 31 (s, 3H), 
5 2. 23 - 2. 13 (m, 2H), 1. 25 (t, J=7. 2Hz, 3H) D 

gjfcM 1 (23) 



3- (5- (2- (2- -5-*^ 
— f/VO ^h^rvO -3, 4-^kKBt7^vy-l-'f 
10 AO ^n^yi • zc^/^^-r/^ 



TLC : Rf 0. 63(^^1^ : @^Bfe^^^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 12 (t, J=7. 8Hz, 1H), 6.88(d, J=7. 8Hz, 1H), 6. 79 (d, 
15 J=7. 8Hz, 1H), 5. 90-5. 84 (m, 1H), 4.21(t, J=6. 9Hz, 2H), 4. 14 (q, J=7. 2Hz, 
2H), 3.90-3. 72 (m, 2H), 2.95(t, J=6. 9Hz, 2H), 2. 94-2. 81 (m, 2H), 2.80- 
2.65(m, 4H), 2. 54-2. 47 (m, 2H), 2. 24 (s, 3H), 2. 24-2. 14 (m, 2H), 1.74- 
1. 50 (m, 3H), 1.34-1. 20 (m, 2H), 1. 25 (t, J=7. 2Hz, 3H), 0.96(d, J=6. 6Hz, 
3H) 0 



3- (5- (2- (2- (5~^^^Vi»- 2-4 M -5-**?-/T/Jr 
3MJ->^- A — 4 — i;V) zr-h^c-y) -3, 4— 5?fc Knt7^ UV- 1 -4 




O^CH 3 
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H 3 C-<f Hi I 




O^CH 3 



TLC : Rf 0. 28(^3^ : gf^c^vl/=l : 1) .; 

NMR(CDC1 3 ) : 5 9. 16 (m, 1H), 8. 51 (m, 1H), 7. 13 (dd, J=7. 8, 7. 8Hz, 1H), 

5 6. 90 (d, J=7.8Hz, 1H), 6. 79 (d, J=7. 8Hz, 1H), 5. 87 (dd, J=4. 5, 4. 5Hz, 1H), 

4. 28 (t, J=6. 3Hz, 2H), 4. 13 (q, J=7. 2Hz, 2H), 3. 03 (t, J=6. 3Hz, 2H), 

2. 80-2. 60 (m, 7H) , 2. 53-2. 46 (m, 2H) , 2. 44 (s, 3H) , 2. 22-2. 13 (ra, 2H) , 
1. 24 (t, J=7. 2Hz, 3H) 0 

10 Hjjff 1 (25) 

3- (5- (2- (2- (1, 2, 3, Kn fc? p i?:/- 1 -—f 

71/) -5-^Wr/-;V-4-^^) jih^r^) -3, 



15 




TLC : Rf 0.63(^rf-^ : S^^^7l/=1 : 1) D 

mmm 1 (26) 

20 2— (5— (2— (2— ^zcc^— 5 — t^-fl/Hr**-^/'— A*— 4 — f/lO ^ 
fdriX) -3, 4-v ! tKnt7^t/y-l — (Vl") Bfi& • ^<?/U^XTA' 
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TLC : Rf 0.42(^^f-V : gp^a^^/U=3 : 1) ; 

M1R(CDC1 3 ) : 5 8. 01-7. 94 (m, 2H), 7. 48-7. 37 (m, 3H), 7. 11 (t, J=8. OHz, 
5 1H), 6. 82 (d, J=8.0Hz, 1H), 6. 80 (d, J=8. OHz, 1H), 5. 98 (t, J=4. 6Hz, 1H), 
4. 25 (t, J=6. 6Hz, 2H) , 4. 12 (q, J=7. 2Hz, 2H) , 3. 42-3. 39 (ra, 2H) , 2. 99 (t, 
J=7. 2Hz, 2H), 2.76(t, J=8. 2Hz, 2H), 2. 37 (s, 3H), 2. 33-2. 19 (m, 2H), 1. 21 (t, 
J=7. 2Hz, 3H) 0 

10 mmmi (2 7) 

2- (5- (2- (2- (4-^f;v7i= )V) -^-^^/v^r^y^/v 
-4— (M ^f^v-) -3, 4-^tKnWt'y-l-'f^ 




15 

TLC : Rf 0. 57(^^cf-y : fp^^^7^=2 : 1) ; 

NMR (CDC1 3 ) : 5 7.86(d, J=8. 1Hz, 2H), 7.23(d, J=8. 1Hz, 2H), 7. 10 (dd, 

J=7. 8, 7.8Hz, 1H), 6.81(m, 2H), 5.97(t, J=4. 5Hz, 1H), 4. 24 (t, J=6. 6Hz, 

2H), 4. 13 (q, J=7.2Hz, 2H), 3.46(s, 2H), 2.98(t, J=6. 6Hz, 2H), 2. 76 (t, 

20 J=8. 4Hz, 2H), 2. 38 (s, 3H), 2. 35 (s, 3H), 2. 27 (m, 2H), 1. 21 (t, J=7. 2Hz, 
3H) 0 



102 



WO 02/051820 



PCT/JP01/11255 



mmm 1 (28) 

2- (5- (2- (2— -fy^n tf/U— 5-^^7^^y^-/^-4 — f/t/) 
^b^riX) -3, 4--^fc Knt7j? 1 — f/H • ^^Vt^^x 



5 




TLC : Rf 0.45(— ^> : i^cc^vI/=2 : 1) ; 

NMR (CDCI3) : 8 7. 10 (dd, J=7. 8, 7. 8Hz, 1H), 6.86-6. 74 (m, 2H), 5.98(dd, 
J=4. 5, 4.5Hz, 1H), 4. 15 (q, J=6. 9Hz, 2H), 4. 15 (t, J=8. 4Hz, 2H), 3.40(d, 
10 J=l. 2Hz, 2H), 2. 99 (sept. , J=6. 9Hz, 1H), 2. 88 (t, J=6. 6Hz, 2H), 2. 74 (t, 
J=6. 9Hz, 2H), 2. 32-2. 20 (m, 2H), 2. 24 (s, 3H), 1. 31 (d, J=6. 9Hz, 6H), 1. 22 (t, 
J=6. 9Hz, 3H) D 

mmm 1 (29) 

15 2— (5— (2— (2— (4-^n^y;l/7i=/l') — 5— t^/VJr^c 

^h^vO -3, 4-i?tFnt7^^-l-f;v) 




20 TLC : Rf 0.63(^3^^ : f|^c^/^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 94-7. 84 (m, 2H), 7. 32-7. 22 (m, 2H), 7. 10 (dd, J=8. 1, 
8.1Hz, 1H), 6. 86-6. 76 (m, 2H), 5.98(t, J=4. 5Hz, 1H), 4.24(t, J=6. 6Hz, 2H), 
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4. 12 (q, J=7. 2Hz, 2H), 3.40(d, J=l. 2Hz, 2H), 2.98(t, J=6. 6Hz, 2H), 2.76(t, 
J=8. 1Hz, 2H), 2. 53 (m, 1H), 2. 35 (s, 3H), 2. 32-2. 20 (m, 2H), 1.96-1. 70 (m, 
5H), 1.54-1. 26 (m, 5H), 1. 21 (t, J=7. 2Hz, 3H) G 

5 illl (3 0) 

2- (5- (2- (2- (4-^f;^7^-l — fAO 

fr^-4->f^) ^h*ciy) -3, Knt7^vy-i- -f 




10 

TLC : Rf 0. 21 ^ / —/I' : g^^/u=i : 10) ; 

NMR(CDC1 3 ) : 8 7. 10 (dd, J=8. 1, 8.1Hz, 1H), 6.81(d, J=8. 1Hz, 1H), 
6. 79 (d, J=8. 1Hz, 1H), 5. 98(brt, 1H), 4. 20 (t, J=6. 9Hz, 2H), 4. 13 (q, 
J=6.9Hz, 2H), 3. 44-3. 36 (m, 6H), 2.96(t, J=6. 9Hz, 2H), 2. 76 (dd, J=8. 4, 
15 8.4Hz, 2H), 2. 50 (m, 4H), 2. 33 (s, 3H), 2. 26 (s, 3H), 2. 31-2. 21 (m, 2H), 
1. 22 (t, J=6. 9Hz, 3H) C 

lii 1 (31) 

2- (5- (2- (2- v 5 ^- 1 — f/U) -5-^^-;V^-ry—;V 

20 ^h^^X) -3, 4-i?fcKnt7^vy-l — f/W gfcgfe • 
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TLC : Rf 0. 58(^^1^ : H^^/^=2 : 1) ; 

NMR (CDC1 3 ) : 8 7. 10 (dd, J=7. 8, 7. 8Hz, 1H), 6. 85-6. 76 (ra, 2H), 5. 98 (dd, 
J=4.8, 4.8Hz, 1H), 4.20(t, J=6. 6Hz, 2H), 4. 13 (q, J=7. 2Hz, 2H), 3.40(m, 
5. 2H), 3. 36 (m, 4H), 2. 95 (t, J=6. 6Hz, 2H), 2. 76 (dd, J=8. 4, 8. 4Hz, 2H), 
2. 33-2. 20 (m, 2H), 2. 24 (s, 3H), 1. 70-1. 54 (ra, 6H), 1. 20 (t, J=7. 2Hz, 3H) 0 

mmmi o 2) 

5- (5- (2- (2-7 5 - tfAsHr^^S—A'— 4— /I/) ^ 

10 h^rvO -3, 4-^tKnt7^I/y-l-^) 




TLC : Rf 0. 52 (^1^ : H^c^=2 : 1) ; 
15 NMR(CDC1 3 ) : 5 8. 02-7. 94 (m, 2H), 7. 48-7. 37 (m, 3H), 7. 12 (t, J=8. OHz, 
1H), 6. 87 (d, J=8. OHz, 1H), 6. 79 (d, J=8. OHz, 1H), 5. 84 (t, J=4. 4Hz, 1H), 
4. 25 (t, J=6.6Hz, 2H), 3.65(s, 3H), 2.99(t, J=6. 6Hz, 2H), 2.71(t, J=7. 8Hz, 
2H), 2.43(t, J=7.6Hz, 2H), 2. 38 (s, 3H), 2. 32 (t, J=7. 8Hz, 2H), 2. 25-2. 11 (m, 
2H), 1.86-1. 44 (m, 4H) G 

20 

mmmi o 3) 

5— (5- (2- (2- (4— *=?-)V~7 ^=.;v) - 5 -T^/^^rf-y*— >V 
^h*-» -3, 4-i?t Knt7^^y-l-^/l-) 'O'f 
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TLC : Rf 0.41(^-^f-^ : g^rc^/i/=3 : 1) ; 

NMR(CDC1 3 ) : 8 7.85(d, J=8Hz, 2H), 7. 25 (d, J=8Hz, 2H), 7. 10 (m, 1H), 
5 6. 90-6. 65 (m, 2H), 5. 85 (t, J=7Hz, 1H), 4. 25 (t, J=7Hz, 2H), 3. 65 (s, 3H), 
3. 00 (t, J=7Hz, 2H), 2. 70 (t, J=8Hz, 2H), 2. 50-2. 10 (m, 12H), 1.80-1. 50 (m, 
4H) C 

mmmi (34) 

10 5-(5-(2-(2-(l, 3 —Ptt-f-J <J>V) -5-^ 

^/istt-f-y— JV-A — i)V) ^h^is) -3, 4-v ? tKnt7^^y- 




15 

TLC : Rf 0. 31 (^^i^^ : §^St^^/U=3 : 1) ; 

NMR(CDC1 3 ) : 8 7.55(dd, J=8, 1Hz, 1H) , 7.45(d, J=lHz, 1H), 7. 10 (dd, 
J=7.5, 7.5Hz, 1H), 6. 90-6. 85 (m, 3H), 6.00(s, 2H), 5.85(t, J=7Hz, 1H), 
4. 20 (t, J=6. 5Hz, 2H), 3.65(s, 3H), 3. 00 (t, J=6. 5Hz, 2H), 2.70, (t, J=8Hz, 
20 2H) , 2. 50-2. 10 (m, 9H) , 1. 80-1. 50 (m, 4H) D 

mmm 1 (35) 
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5- (5- (2- (2- (4-^W^/7x^/l/) -5-*?'A'tt 

fV— ;v-A — <;v) if^) -3, 




5 

TLC : Rf 0. 33(^=¥f-^ : jHfc;c^7l/=2 : 1) ; 

NMR(CDC1 3 ) : 5 7. 80 (d, J=8Hz, 2H), 7. 10 (ra, 1H), 6. 90-6. 70 (m, 4H), 
5.85(m, 1H), 4.20(t, J=6. 5Hz, 2H), 3. 65 (s, 3H), 3. 00 (s, 6H), 2.95(m, 2H), 
2.70(m, 2H), 2. 50-2. 10 (ra, 6H), 1.80-1. 50 (m, 4H) Q 

10 

iii i (36) 

2, 2-v>7<^V^-3- (5- (2- (2 -7x^- 5 -^^/^^rf-y 
_ /U _ 4 — f^,) -3, 4-^tKot7^ky-l — <JV) -7 




TLC : Rf 0.62(^=3rf"^ : g^cc^vl^=2 : 1) ; 

NMR(CDC1 3 ) : 5 8. 02 - 7.94 (m, 2H), 7. 48 - 7. 34 (ra, 3H), 7. 08 (t, J=8. 1Hz, 
20 1H), 6. 90 (d, J=8. 1Hz, 1H), 6.77(d, J=8. 1Hz, 1H), 5.83(t, J=4. 8Hz, 1H), 
4.24(t, J=6.6Hz, 2H), 3.46(s, 3H), 2.99(t, J=6. 6Hz, 2H), 2. 71 (s, 2H), 
2.68(t, J=5. 1Hz, 2H), 2. 37 (s, 3H), 2. 19-2. 09 (ra, 2H), 1. 13 (s, 6H) Q 
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mmm 1 (37) 

2, 2-^^-3- (5- (2- (2- (6-^w$; try 

-3 — (/V) — 5 ^/^drf-y— /l^— 4 — f /V) h 3rV) - 3 , 4 - 
5 ^tKot7^I/^-l-^) /n/^i-^f/^f/^ 




10 



15 



TLC : Rf 0. 38 (^-^i?-^ : ffl&^<?-fl>=\ : 1) ; 

NMR(CDC1 3 ) : 5 8. 73 (d, J=2. 4Hz, 1H), 7. 99 (dd, J=9. 0, 2. 4Hz, 1H), 
7. 08 (dd, J=8. 1, 8.1Hz, 1H), 6.90(d, J=8. 1Hz, 1H), 6. 77 (d, J=8. 1Hz, 1H), 
6. 52 (d, J=9. OHz, 1H), 5.83(t, J=4. 5Hz, 1H), 4. 23 (t, J=6. 6Hz, 2H), 3.46(s, 
3H), 3. 14 (s, 6H), 2.96(t, J=6. 6Hz, 2H), 2.71(s, 2H), 2.68(t, J=8. 1Hz, 
2H), 2.34(s, 3H), 2. 17-2. 10 (m, 2H), 1. 13 (s, 6H) C 

mmm 1 (38) 



2, 2-v^^/V-— 3- (5- (2- (2-4 y^n\f;V— 5-^^/^^ 
f-yv_ 7 ^-4 — f/^) jl^^) -3, 4-^FPt7^vy-l — f/U) 



H3C CH3 



H,C 



20 



H 3 C 0-^CH 3 




TLC : Rf 0. 63(-^^ri?-^ : it^^/l^l : 1) ; 
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NMR(CDC1 3 ) : 8 7.08(dd, J=8. 4, 7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 
6.74(4 J=8.4Hz, 1H), 5.83(m, 1H), 4. 16 (t, J=6. 6Hz, 2H), 3.46(s, 3H), 
2. 99 (quint., J=7. 2Hz, 1H), 2.89(t, J=6. 6Hz, 2H), 2.71(s, 2H), 2.66(t, 
J=8. 1Hz, 2H), 2. 24 (s, 3H), 2. 80-2. 40 (m, 2H), 1. 31 (d, J=7. 2Hz, 6H), 1. 14(s, 



2, 2-^^-3- (5- (2- (2- (6- JJ 1 — ( 7V) 

10 3, Kot^^^y-l-^/V') • yi^/U^^T/^ 



TLC : Rf 0. 38(^^-^^ : @£^c^/k=2 : l) ; 

15 NMR(CDC1 3 ) : 8 8. 73 (dd, J=2. 4, 0. 6Hz, 1H), 7. 98 (dd, J=9. 0, 2. 4Hz, 1H), 

7. 08 (dd, J=7.8, 7.8Hz, 1H), 6. 90 (d, J=7. 8Hz, 1H), 6. 77 (d, J=7. 8Hz, 1H), 

6. 65 (dd, J=9.0, 0. 6Hz, 1H), 5. 83 (t, J=4. 5Hz, 1H), 4. 22 (t, J=6. 6Hz, 2H), 

3. 68-3. 54 (ra, 4H), 3.46(s, 3H), 2. 96 (t, J=6. 6Hz, 2H), 2. 71 (s, 2H), 

2. 74-2. 62 (m, 2H), 2. 34 (s, 3H), 2. 20-2. 06 (ra, 2H), 1.78-1. 54 (m, 6H), 

20 1. 13 (s, 6H) 0 

mmmi (40) 

2, 2-^^-3- (5- (2- (2- (6- V V- 4 f /V) 

fcf U v 5 ^- 3 — — 5 — 7* ^/^^-^y— /I'— 4 — Y /V) ^. — 



5 6H) 0 





H3C CH3 



CH 3 
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3, 4 — v>fc Knt7^ uy- 1 — -fAO ^n/N°>-^ • ^^/^^.-r/^ 




5 TLC : Rf 0.65(^nn*;^ : ^^/-;l/=8: 1) ; 

NMR(CDC1 3 ) : 5 8. 76 (dd, J=2. 4, 0.9Hz, 1H), 8. 04 (dd, J=9. 0, 2. 4Hz, 1H), 
7.08(dd, J=7.8, 7.8Hz, 1H), 6.90(d, J=7. 8Hz, 1H), 6.77(d, J=7. 8Hz, 1H), 
6. 65 (dd, J=9. 0, 0. 9Hz, 1H), 5. 83 (t, J=4. 5Hz, 1H), 4.23(t, J=6. 6Hz, 2H), 
3. 86-3. 78 (m, 4H), 3.64-3. 54 (ra, 4H), 3.46(s, 3H), 2. 97 (t, J=6. 6Hz, 2H), 
10 2. 76-2. 62 (ra, 4H), 2. 35 (s, 3H), 2. 13 (m, 2H), 1.78-1. 54 (m, 2H), 1. 14 (s, 
6H) 0 

mmmi u d 

2, 2-i?*5 L A'-3- (5- (2- (2- (6 i»- 3 — f 

15 /^) - 5 — * s ?-;v3r3c^/— ;v— 4— -i M cch^ix) -3, 




20 TLC : Rf 0. 53(^=¥f-^ : @£@|^^Vl/=l : 1) ; 

NMR(CDC1 3 ) : 8 9.08(d, J=l. 8Hz, 1H), 8. 12 (dd, J=8. 1, 1. 8Hz, 1H), 
7.22(d, J=8. 1Hz, 1H), 7.08(dd, J=8. 1, 8.1Hz, 1H), 6.90(d, J=8. 1Hz, 1H), 
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6.77(d, J=8. 1Hz, 1H), 5. 83 (t, J=4. 5Hz, 1H), 4. 24 (t, J=6. 6Hz, 2H), 2. 99 (t, 

J=6. 6Hz, 2H), 2. 71 (s, 2H), 2.67(t, J=8. 1Hz, 2H) , 2.61(s, 3H), 2.38(s, 
3H), 2. 14(m, 2H), 1. 13 (s, 6H) 0 

5 mmmi (42) 

2, Z—Vt^JV— 3- (5- (2- (2- (^r/l^U i/- 4--f^) -5 

-^f/Vf7^ /V-4-^/1') ^b^vO -3, Fnt7^Vy 
— 1 — -f/!/) /n/^y| ■ ^ ^vi^_X7vl/ 




TLC : Rf 0.40(^^f-^ : gf^n^Vt-=5 : 1) ; 

NMR(CDC1 3 ) : 5 7. 08 (dd, J=8. 1, 7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 
6. 76 (d, J=8. 1Hz, 1H), 5. 83 (t, J=4. 8Hz, 1H), 4. 20 (t, J=6. 9Hz, 2H), 3. 79 (t, 
15 J=4. 8Hz, 4H), 3. 37 (t, J=4. 8Hz, 4H), 2.96(t, J=6. 9Hz, 2H), 2.71(s, 2H), 
2.67(t, J=7. 2Hz, 2H), 2. 27 (s, 3H), 2. 17-2. 10 (m, 2H), 1. 14 (s, 6H) C 

mmmi (43) 

2, 2-^^-3- (5- (2- (2- (txjj vv- 1 — r/w) -5 
20 ^h^) -3, 4-^tKot7^vy 
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TLC : Rf 0.90(^=3rf-^ : gfcgfe^^vl^l : 1) ; 

NMR(CDC1 3 ) : 8 7.07(dd, J=7. 8, 7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 
5 6. 76 (d, J=8. 1Hz, 1H), 5. 83 (t, J=4. 8Hz, 1H), 4.20(t, J=6. 6Hz, 2H), 3. 46 (s, 
3H), 3. 36 (m, 4H), 2.95(t, J=6. 6Hz, 2H), 2. 71 (s, 2H), 2.68(t, J=8. 4Hz, 
2H), 2. 25 (s, 3H), 2. 17-2. 10 (m, 2H), 1.61(m, 6H), 1. 14 (s, 6H) D 

mmmi (44) 

10 2, 2-v^^Vl/-3- (5- (2- (2- (^-tt/UvfrV >- 4 — f/k) 
-5-^W7^-4-^^) ^cf^ix) -3, 4-i?tKaf7^ 




15 

TLC : Rf 0. 76(^3^ > : : 1) ; 

NMR(CDC1 3 ) : 8 7. 08 (dd, J=8. 1, 7. 8Hz, 1H), 6.89(d, J=7. 8Hz, 1H), 
6.75(d, J=8. 1Hz, 1H), 5.83(t, J=4. 8Hz, 1H), 4. 19 (t, J=6. 6Hz, 2H), 
3. 76-3. 73 (ra, 4H), 3.47(s, 3H), 2.94(t, J=6. 6Hz, 2H), 2. 71-2. 67 (m, 8H), 
20 2. 25 (s, 3H), 2. 17-2. 10 (m, 2H), 1. 14 (s, 6H) D 

mmm i (45) 
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2, 2—^^f-/V—Q— (5- (2- (2 — 7^z=-7U— 5 —^J-JVJr^^J 

-71—4 — r^) ^h*is) -3, 4-^tFDt7^vy-i-^;v) 



5 




TLC : Rf 0. 68(^^1^ : @£^c=M/=2 : 1) ; 

NMR(CDC1 3 ) : 8 8. 02-7. 94 (ra, 2H), 7. 48-7. 37 (ra, 3H), 7. 11 (t, J=7. 8Hz, 
1H), 6.85(d, J=7. 8Hz, 1H), 6. 78 (d, J=7. 8Hz, 1H), 5. 82 (t, J=4. 4Hz, 1H), 
10 4.25(t, J=6.6Hz, 2H), 3. 59 (s, 3H), 2.99(t, J=6. 6Hz, 2H), 2. 71 (t, J=7. 6Hz, 
2H), 2.44-2. 32 (m, 2H), 2. 24-2. 11 (m, 2H), 1.65-1. 33 (m, 4H), 1. 14 (s, 6H) D 

mmmi (4 6) 

2 — <^^ / ^dr i /_3_ ( 5 _ ( 2 _ ( 2 - (4— ^^;V7 )V) -5 
15 ^h^) -3, 4-^tFnt7^l/ 




TLC : Rf 0. 27(^=¥f-V : @^^^-^=4 : 1) ; 
20 NMR(CDC1 3 ) : 8 7. 87 (ra, 2H), 7. 26-7. 18 (m, 7H), 7. 08 (dd, J=8. 1, 8.1Hz, 
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1H), 6.84(d, J=8. 1Hz, 1H), 6.79(d, J=8. 1Hz, 1H) , 5.95(dd, J=4. 5, 4. 5Hz, 
1H), 4.63(d, J=11.7Hz, 1H), 4. 34 (d, J=ll. 7Hz, 1H), 4. 26 (t, J=6. 6Hz, 2H), 
4. 16 (dd, J=9.0, 3.6Hz, 1H), 3. 70 (s, 3H), 3. 04-2. 58 (m, 6H), 2. 38 (s, 3H), 
2. 37 (s, 3H), 2. 24-2. 14 (m, 2H) 0 

5 

3— (5- (2- (2- (4-^^7s.=/U) - 5 - ^ JV^T^:^/ — )V 
xh^) -3, 4-^tKPt7^vy-l-^) ^n^ 0 



10 




3S*m^*&Ut'ffc'£*& (9 5 0mg) ^r^^y-/^ (8.0ml) *3j;t)« 
Th7tFo77y(8.0ml) KmM U 2 N*HMfc*?- MJ ? AtJc«C (3. 3 
ml) Mix.. il-e-WI^Lfc. KlS«ft^*^lNtfi«|*AllA.TSM4 
15 ^ Ufc^> H^n^A^^U^ b7t Kn7 7yoI^»iW Ufc D 

SB^t^t^-rS^sm^ (7 4 5mg) Sr#fc„ 
TLC : Rf 0. 63(7nn 7fr;VK — /W=8 : 1) ; 

20 NMR(DMS0-d 6 ) : 6 7.79(d, J=8. 2Hz, 2H), 7.29(d, J=8. 2Hz, 2H), 7. 14 (dd, 
J=8.0, 8.0Hz, 1H), 6. 97-6. 78 (m, 2H), 5. 84(brt, 1H), 4. 19 (t, J=5. 8Hz, 2H), 
2. 91 (t, J=5.8Hz, 2H), 2. 75-2. 20 (tn, 6H), 2.33(s, 3H), 2.36(s, 3H), 
2. 20-1. 94 (m, 2H) 0 
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nai (i) ~mmm2 (4i) 

i«l (11) ~^Ml (2 7) 3o£t>*|fefeMl (3 2) (4 
»J2 (1) 

3- (5- (2— (2-^ai^/l/- /l/-4--^/l/) ^ 
10 h^f-v-) -3, 4-^tKnt7^l/y-l--f;H ^n/^SI 



TLC : Rf 0. 51(^ph tJv^A : ^ 9 / —^=10 : 1) ; 
15 NMR(CDC1 3 ) : 5 8. 02-7. 94 (m, 2H), 7.46-7. 37 (m, 3H), 7. 13 (t, J=8. 0Hz, 
1H), 6.88(d, J=8.0Hz, 1H), 6.81(d, J=8. 0Hz, 1H), 5. 89(brt, J=4. 6Hz, 1H), 
4. 25 (t, J=6. 6Hz, 2H), 3. 00 (t, J=6. 6Hz, 2H), 2. 83-2. 52 (m, 6H), 2. 37 (s, 
3H), 2. 27-2. 12 (ra, 2H) 0 

20 mMM2 (2) 

3- (5- (2- (2- (6-^f;VT^/ try vV-3 — i )V) -6- 
^^/^= 3 r^-y^/i/-4 — f/v) mbdr^x) -3, 4-i?t Kat7^V^ 
- 1 — f/U) -^Tis^m 
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TLC : Rf 0. 47 n o *M : ^ 7 — /W= 10 : 1) ; 

NMR(CDClg) : 5 8. 73 (dd, J=2. 4, 0. 4Hz, 1H), 8.00(dd, J=9. 0, 2. 4Hz, 1H), 
5 7. 12 (t, J=8. OHz, 1H) , 6. 89 (d, J=8. OHz, 1H) , 6. 80 (d, J=8. OHz, 1H) , 6. 53 (dd, 
J=9.0, 0.4Hz, 1H), 5.89(brt, J=4. 4Hz, 1H), 4. 23 (t, J=6. 6Hz, 2H), 3. 14 (s, 
6H), 2. 97 (t, J=6. 6Hz, 2H), 2. 83-2. 52 (m, 6H), 2. 34 (s, 3H), 2. 26-2. 12 (ra, 
2H) 0 

10 mMM2 (3) 

3- (5- (2- (2- (1, 3— ^^MM 5 f/H -5-* 

^/^^^> ? '— /U— 4 — >f ^h^^X) -3, 4-i?fcKot7^Uy- 

1 f/V-) t/P/N 0 ^ 



15 




TLC : Rf 0. 61(^nn tfc/l^J* : ^ $ J — ^=8 : 1) ; 

NMR(DMS0-d 6 ) : 5 7. 43 (d, J=8. 3Hz, 1H), 7. 35(s, 1H), 7. 14 (dd, J=8. 0, 
8.0Hz, 1H), 7.01(d, J=8. 3Hz, 1H), 6. 96-6. 75 (ra, 2H), 6. 09 (s, 2H), 5. 84(brt, 
20 1H), 4. 18 (t, J=6. OHz, 2H), 2. 90 (t, J=6. OHz, 2H ), 2. 75-2. 20 (m, 6H), 
2. 31 (s, 3H), 2. 20-1. 94 (ra, 2H) 0 
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mmM2 (4) 

3- (5- (2- (2- (4- t -^/U? 

■ — }V — 4 — -Y/t') ^Y*r-y) -3, 4-^tKnt7^^y-l--f/V) 7° 



5 




TLC : Rf 0. 47(^ o n : / —/V=10 : 1) ; 

NMR(CDC1 3 ) : 6 7.90(d, J=8. 6Hz, 2H), 7.44(d, J=8. 6Hz, 2H), 7. 12 (dd, 
J=7. 8, 7.6Hz, 1H), 6.88(d, J=7. 6Hz, 1H), 6.80(d, J=7. 8Hz, 1H), 5.88(t, 
10 J= 6.6Hz, 1H), 4.24(t, J=6. 4Hz, 2H), 2.99(t, J=6. 4Hz, 2H), 2.84-2. 50 (m, 
6H), 2. 35 (s, 3H), 2. 19 (m, 2H), 1. 33 (s, 9H) C 

mMM2 (5) 

3- (5- (2- (2- (6- (^/l/^y^-4 — <M H°})i»-3-4 
15 AO — S—tf-flsHr^-yrV^-A/— 4— ^A) ^f^iX) -3, 4— 5?fcKP 
•^-7^ Wi^— 1 — >fA0 r/n/^ife 




TLC : Rf 0. 32(^nn*;kA : ^^y— A=10 : 1) ; 
20 NMR(DMS0-d 6 ) : 8 8. 61 (d, J=2. 4Hz, 1H), 7.97(dd, J=8. 8, 2. 4Hz, 1H), 
7. 13 (dd, J=8.4, 7.4Hz, 1H), 6. 96-6. 82 (m, 3H), 5.84(t, J=4. 4Hz, 1H), 
4. 17 (t, J=6.4Hz, 2H), 3.68(m, 4H), 3. 53 (m, 4H), 2. 89 (t, J=6. 4Hz, 2H), 
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2. 69-2. 45 (m, 4H), 2. 43-2. 28 (m, 2H), 2.31(s, 3H), 2. 10 (m, 2H) Q 

mmm2 (6) 

3- (5- (2- (2- (4-^f;VTU7i^) — 5 - * f-Atf-* 
5 JV-A — (/V) ochdrv/) -3, 4-i>tKnt7^1/y-l-^/V) 




TLC : Rf 0. 50 n n tJn/I/A : ^ # J —)V=§ : 1) ; 

10 NMR(CDC1 3 ) : 8 7.80(d, J=9Hz, 2H), 7. 15(m, 1H), 6.90-6.70(m, 4H), 

5.90(t, J=4Hz, 1H), 4.25(t, J=7Hz, 2H), 3.00(s, 6H), 2.95(t, J=7Hz, 2H), 
2. 80-2. 50 (m, 6H), 2. 35 (s, 3H), 2. 20 (ra, 2H) D 

Hjfeffil2 (7) 

15 3— (5- (2- (2— >f y^nif/V— 5— 4— 4 M 

a^Y*c*S) -3, Kot7^ 1 — T/W) y^^^m 




20 TLC : Rf 0. 43,(2 u UTfrsVJ* : /l/=9: 1) ; 

NMR(CDC1 3 ) : 8 7. 15 (dd, J=7. 5, 7. 5Hz, 1H), 6.85(d, J=7. 5Hz, 1H), 
6.80(d, J=7. 5Hz, 1H), 5.90(t, J=4Hz, 1H), 4. 20 (t, J=6Hz, 2H), 3. 00 (ra, 
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1H), 2.90(t, J=6Hz, 2H), 2. 75 (m, 2H), 2.65(t, J=8. 5Hz, 2H), 2. 55 (t, 
J=8. 5Hz, 2H), 2.20(s, 3H), 2.20(m, 2H), 1.30(d, J=6Hz, 6H) Q 

5 3- (5- (2- (2- (4-M)7/l'tt3^W*-/l') — 

^^•y— 7V-A — (M ccbarvO -3, 4 Kot7^ Ul/- 1 - 



10 TLC : Rf 0.60(^nn^;VA : ;V=$ : 1) ; 

NMR(DMS0-d 6 ) : 6 8. 10 (d, J=8Hz, 2H), 7.85(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6. 95-6. 85 (m, 2H), 5. 85 (m, 1H), 4. 20 (t, J=6Hz, 2H), 2.95(t, 
J=6Hz, 2H) , 2. 70-2. 50 (m, 4H) , 2. 40 (s, 3H) , 2. 40 (m, 2H) , 2. 10 (m, 2H) 0 

15 jil2 (9) 



3— (5- (2- (2— (4— MJ ^y^n^^/^^^^^^/P) — 5 — 
-1 — f/l^) 7°n^>-g£ 




OH 




; x = / o^ch 3 




OH 



20 



TLC : Rf 0. 51 n n tJn/W A -. ^ ^ y w_ 7V=9 . i) . 
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NMR(DMS0-d 6 ) : 6 8.00(d, J=9Hz, 2H), 7.50(d, J=9Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.95-6. 85 (m, 2H), 5. 85 (m, 1H), 4.20(t, J=6Hz, 2H), 2. 95 (t, 
J=6Hz, 2H), 2. 70-2. 50 (m, 4H), 2. 40 (m, 2H), 2.40(s, 3H) , 2. 10 (m, 2H) D 

5 mmm 2 do) 

3- (5- (2- (2— (4-^nn7x=;v) - 5 f-jV^r^^/*— ;V 
-4 f/U) cchdr^) -3, 4-^tKnt7i?vy-l — { ?V) y°ti^ 




10 TLC : Rf 0.60(^nn*;PA : ^^y-;l/=9 : 1) ; 

NMR(DMS0-d 6 ) : 8 7.95(d, J=8Hz, 2H), 7.60(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6. 95 (d, J=8Hz, 1H), 6.90(d, J=8Hz, 1H), 5. 85 (t, J=4Hz, 1H), 
4.20(t, J=6Hz, 2H), 2.95(t, J=6Hz, 2H) , 2.65-2. 50 (m, 6H) , 2.40(s, 3H), 
2. 10 (m, 2H) G 

15 

mmm 2(11) 

3- (5- (2- (2- {A-t^Jv^Jr? 

— ^h*-» -3, 4-^tKot7^Vy-l-^) ~7 



20 




TLC : Rf 0. 49(^nn/Js7PA : ^ ^ /l/=9 : 1) ; 
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NMR(DMS0-d 6 ) : 8 7.80(d, J=8Hz, 2H), 7.35(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.95(d, J=8Hz, 1H), 6.90(d, J=8Hz, 1H), 5.85(t, J=4Hz, 1H), 
4.20(t, J=7Hz, 2H), 2. 95 (t, J=7Hz, 2H), 2.65-2. 55 (m, 4H), 2.50(s, 3H), 
2. 40 (m, 2H), 2. 35 (s, 3H), 2. 10 (m, 2H) 0 

5 

mmm 2 (12) 

3— (5- (2— (2— (4 — f y^n tf;U7x=;i^) — 5 — t^/V^-^-f- 
/i^-4 — r^) ^h^r^) -3, KPt7^l/y-l-^;V) 



10 




TLC : Rf 0. 58(^nt3 : ^ 9 J —)V=% : 1) ; 

NMR(DMS0-d 6 ) : 5 7.80(d, J=8Hz, 2H), 7. 35 (d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6.90(d, J=8Hz, 1H), 6. 85 (d, J=8Hz, 1H), 5. 85 (t, J=4Hz, 1H), 
15 4. 20 (t, J=6Hz, 2H) , 3. 00-2. 90 (m, 3H) , 2. 65-2. 50 (m, 4H) , 2. 40-2. 35 (m, 2H) , 
2. 35 (s, 3H), 2. 10 (m, 2H), 1. 20 (d, J=8Hz, 6H) G 

mmm 2(13) 

3- (5- (2- (2- (4— ~?u \£;V7x.~;V) — 5 -yt^/u^-^r-f-y— 
20 A"- 4 — ^hdriX) -3, 4-i?tKat7^1/V-l-^) 
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TLC : Rf 0. 53(^no *M : ^ 9 S <—;V=$ : 1) ; 

NMR(DMS0-d 6 ) : 8 7. 80 (d, J=8Hz, 2H), 7.30(d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6. 90 (d, J=8Hz, 1H), 6.85(d, J=8Hz, 1H), 5. 85 (t, J=4Hz, 1H), 
5 4. 20 (t, J=6Hz, 2H), 2. 95 (t, J=6Hz, 2H), 2. 65-2. 50 (m, 8H), 2. 40-2. 35 (ra, 
2H), 2. 35 (s, 3H), 2. 10 (m, 2H), 0.90(t, J=8Hz, 3H) Q 

mmm2 d 4) 

3- (5- (2- (2- (2, 1, 

10 — 5— 4 AS) —§-* s f-;VHr2<-^/—;V—A—'iAS) zc\.-a?%S) -3, 4- 
^tKnt7^wy-i — t AS) ^u^^m. 




TLC : Rf 0. 51(^no tJvI/A : ^ 9 S — /V=9 : 1) ; 
15 NMR(DMS0-d 6 ) : 5 7. 85 (m, 1H), 7. 80 (m, 1H), 7. 55 (d, J=8Hz, 1H), 7. 15 (dd, 
J=8, 8Hz, 1H), 6.90(d, J=8Hz, 1H), 6.85(d, J=8Hz, 1H), 5.85(t, J=4Hz, 
1H), 4.20(t, J=7Hz, 2H)^ 2. 95 (t, J=7Hz, 2H), 2.65-2. 50 (m, 4H), 2.40- 
2. 35 (m, 2H), 2.35(s, 3H), 2. 10 (ra, 2H) D 

20 mmm 2 (15) 

3- (5- (2- (2- ( 6 - t?xf ^7 ^ / t" y v'y- 3 - ^ /P) -5- 
tJ-tV^r^V— Ay— 4— -</V0 ^hdr^) -3, 4-v i tFot7^Vy 
- 1 -^/I/J 7°n^^ 
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H 3 C^ N=/ O^CH 3 



H 3 C-\ xr-\ 




TLC : Rf 0. 54(^nn jfcyl'A : * 5> / —^=8 : 1) ; 

NMR(DMS0-d 6 ) : 8 8. 56 (d, J=2. 4Hz, 1H), 7.88(dd, J=9. 0, 2. 4Hz, 1H), 
5 7. 13 (dd, J=7.8, 7.8Hz, 1H), 6. 89 (d, J=7. 8Hz, 1H), 6.86(d, J=7. 8Hz, 1H), 
6. 65 (d, J=9. 0Hz, 1H), 5. 84 (dd, J=4. 2, 4. 2Hz, 1 H), 4. 17 (t, J=6. 3Hz, 2H), 
3. 51 (q, J=6. 9Hz, 4H), 3. 32(brs, 1H), 2. 88 (t, J=6. 9Hz, 2H), 2. 70-2. 46 (m, 
4H), 2. 36 (t, J=7.2Hz, 2H), 2.30(s, 3H), 2. 18-2. 00 (m, 2H), 1. 10 (t, J=6. 9Hz, 
6H) 0 



3- (5- (2- (2- (fc°-<y 1 -y ( ;V) -5-^/Vf7^ 

-4 — <;v) ^b^r^) -3, 4-^tKat7^vy-l--f;v) -?us* 

• Jims 



TLC : Rf 0. 55 (^ n n ifrsVJ* : * ? J —/U=9 : 1) ; 

NMR (DMS0-d 6 ) : 8 12. 10(br, 1H), 7. 13 (t, J=8. 1Hz, 1H), 6.87(d, J=8. 1Hz, 
1H), 6. 85 (d, J=8. 1Hz, 1H), 5.85(t, J=4. 5Hz, 1H), 4. 13 (t, J=6. 6Hz, 2H), 
20 3. 39 - 3. 22 (m, 4H), 2.83(t, J=6. 6Hz, 2H), 2.6l(t, J=7. 2Hz, 2H), 2. 55 (t, 
J=7.8Hz, 2H), 2.36(t, J=7. 8Hz, 2H), 2. 18 (s, 3H), 2. 14 -2.04 (m, 2H), 1.58 
- 1.48(m, 6H) Q 



10 




15 
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mmm 2(17) 

3- (5- (2- (2- U-^/l/fc^^v^- 1 — iJV) 
J-Tzf—JV— 4-s( ;V) ^h*^) -3, 4-i?tKnt7^I/y-l--f 
5 /I/) • 



TLC : Rf 0. 30(^pd ^/l^A : * # / — /W=9 : l) ; 

NMR(DMS0-d 6 ) : 6 12. 05 (br, 1H), 7. 13 (t, J=8. 1Hz, 1H), 6.86(d, J=8. 1Hz, 
10 1H), 6.85(d, J=8. 1Hz, 1H), 5.86(t, J=4. 2Hz, 1H), 4. 13 (t, J=6. 6Hz, 2H), 
3. 27 (t, J=4. 8Hz, 4H), 2.84(t, J=6. 6Hz, 2H), 2.61(t, J=7. 5Hz, 2H), 2. 55 (t, 
J=8. 1Hz, 2H), 2.41-2. 32 (ra, 6H), 2. 19 (s, 6H), 2. 14-2. 04 (m, 2H) Q 

mmmz (1 s) 

15 3- (5- (2- (2- (^e/i^y i/-4 — f/l') -5-^W7^;v 
-4 — f/k) ^h^-» -3, 4-^tFnt7^Vy-l — fAO 



20 TLC : Rf 0. 45 n n -fc;VJ* : /V=9 : 1) ; 

NMR(DMS0-d 6 ) : 8 12. 02 (br, 1H), 7. 13 (t, J=7. 8Hz, 1H), 6.86(d, J=7. 8Hz, 
1H), 6.85(d, J=7.8Hz, 1H), 5.85(t, J=4. 2Hz, 1H), 4. 14 (t, J=6. 3Hz, 2H), 
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3.66(t, J=4.8Hz, 4H), 3. 25 (t, J=4. 8Hz, 4H), 2.85(t, J=6. 3Hz, 2H), 2.6l(t, 
J=7.5Hz, 2H), 2. 55 (t, J=8. 1Hz, 2H), 2. 36 (t, J=8. 1Hz, 2H), 2.20(s, 3H), 
2. 14 - 2. 04 (m, 2H) 0 

5 mmm 2 (19) 

3- (5- (2- (2- (^^e/l^y>--4 — <)V) 

— /^-4— f/^) oif^s/) -3, 4-v ! tFnt7^^-l-^/V) "7° 




10 

TLC : Rf 0.45(^nn^;^ : — /U=9 : 1) ; 

NMR(DMS0-d 6 ) : 5 12.09(br, 1H), 7. 13 (t, J=7. 8Hz, 1H), 6.86(d, J=7. 8Hz, 
1H), 6. 85 (d, J=7.8Hz, 1H), 5. 85 (t, J=4. 2Hz, 1H), 4. 14 (t, J=6. 6Hz, 2H), 
3. 67 - 3. 58 (m, 4H), 2. 84 (t, J=6. 6Hz, 2H), 2. 66 - 2. 49 (m, 8H), 2. 36 (t, 
15 J=8. 1Hz, 2H), 2. 19 (s, 3H), 2. 15-2. 05 (m, 2H) 0 

mmm 2 (2 0) 

3- (5- (2- (2- (6-^^/^t°P S?^- 3 (M 

dfifsA- /V— 4 — f/W) ^bdf-V) -3, Kot7^vy-l-^ 

20 yo^V'Sfc ■ ittSUtt 
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TLC : Rf 0. 48(^nn tJvVA : * $ J — ;V=9 : 1) ; 

NMR (DMS0-d 6 ) : 8 12.09(br, 1H), 8.94(d, J=2. 1Hz, 1H), 8. 11 (dd, J=8. 1, 
2.1Hz, 1H), 7. 37 (d, J=8. 1Hz, 1H), 7. 14 (t, J=8. 1Hz, 1H), 6.90(d, J=8. 1Hz, 
1H), 6. 85 (d, J=8. 1Hz, 1H), 5. 84 (t, J=4. 2Hz, 1H), 4.20(t, J=6. 0Hz, 2H) , 
5 2. 93 (t, J=6. OHz, 2H) , 2. 61 (t, J=7. 5Hz, 2H) , 2. 56 (t, J=8. 4Hz, 2H) , 2. 51 (s, 
3H), 2.40(t, J=7.5Hz, 2H), 2. 35 (s, 3H), 2. 14 -2.04 (m, 2H) 0 



mm 2 (2D 



3 - (5- (2- (2- (1, 5 -v^^^t^ywk- 3— i/V) 
10 iJV) xfdrv/) -3, 

-1 — i;v) -yu/^^-mmM. 



- 5 - 




H 3 C ^M'N 



H 3 C 



OH 



TLC : Rf 0. 39(^DD : $ / —/U=9 : 1) ; 

15 NMR (DMS0-d 6 ) : 8 12.09<br, 1H), 7. 14 (t, J=8. 1Hz, 1H), 6.89(d, J=8. 1Hz, 
1H), 6.86(d, J=8. 1Hz, 1H), 6.45(s, 1H), 5.84(t, J=4. 2Hz, 1H), 4. 17 (t, 
J=6.3Hz, 2H), 3.76(s, 3H), 2.88(t, J=6. 3Hz, 2H), 2. 61 (t, J=7. 5Hz, 2H), 
2.54(t, J=7.8Hz, 2H), 2. 36 (t, J=7. 5Hz, 2H), 2.28(s, 3H), 2.27(s, 3H), 
2. 14 - 2. 04 (m, 2H) D 

20 

jj«2 (2 2) 

3- (5- (2- (2- v^-l — f/^) 

rchdr->) -3, 4-^tKPt7^Vy-l-{ 
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TLC : Rf 0. ttfgm.^/V) ; 

NMR (DMSO-d 6 ) : 8 7.04(t, J=7. 8Hz, 1H), 6. 77 (d, J=7. 8Hz, 1H), 6. 76 (d, 
5 J=7.8Hz, 1H), 5. 78-5. 72 (m, 1H), 4. 04 (t, J=6. 6Hz, 2H), 3. 70-3. 58 (m, 2H), 
2. 84-2. 74 (m, 2H), 2. 80 (bs, 1H), 2. 74 (t, J=6. 6Hz, 2H), 2. 55-2. 40 (ra, 4H), 
2. 30-2. 23 (ra, 2H) , 2. 08 (s, 3H) , 2. 05-1. 95 (m, 2H) , 1. 60-1. 35 (m, 3H) , 
1.14-0. 94 (m, 2H), 0.80(d. J=6. 6Hz, 3H) D 

10 m mm 2 (23) 

3 - (5- (2- (2- (5-^^^t°7^^-2-^/l^) 

^MTV— cch^rv-) -3, Knt7^^-1-^ 




TLC : Rf 0. 51(^nn zfr/t/A : ^ 9 / *-/V=10 : 1) ; 

NMR(DMS0-d 6 ) : 5 12. 08 (br, 1H), 9. 06 (m, 1H), 8.60(ra, 1H), 7. 14 (dd, 
J=8. 1, 8.1Hz, 1H), 6.90(d, J=8. 1Hz, 1H), 6.86(d, J=8. 1Hz, 1H), 5.84(dd, 
J=4. 5, 4.5Hz, 1H), 4. 22 (t, J=6. 3Hz, 2H), 2.97(t, J=6. 3Hz, 2H), 2.65- 
20 2. 52 (ra, 7H), 2. 38 (s, 3H), 2. 40-2. 32 (m, 2H), 2. 13-2. 04 (m, 2H) 0 

mmm2 (2 4) 
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3- (5- (2- (2- (1, 2, 3, 6-7* Kn fc° !J v>V- 1 --f 

/V) -5-^^7/^-4 — (M cn^vO -3, 



TLC : Rf 0. 40(^nn Tfc/l'A : ^ 9 J —^=9 : 1) ; 

NMR(CDClg) : 6 7. 12 (t, J=7. 8Hz, 1H), 6.87(d, J=7. 8Hz, 1H), 6.80(d, 
J=7.8Hz, 1H), 5. 92-5. 84 (m, 2H), 5. 78-5. 70 (m, 1H), 4. 21 (t, J=6. 9Hz, 2H), 
3.86(dt, J=5.4, 2.7Hz, 2H), 3.54(t, J=5. 7Hz, 2H), 2.97(t, J=6. 9Hz, 2H), 
10 2. 80-1. 60 (br, 1H) , 2. 80-2. 72 (ra, 2H) , 2. 70 (t, J=8. 1Hz, 2H) , 2. 60- 2. 54 (m, 
2H) , 2. 30-2. 18 (m, 4H) , 2. 26 (s, 3H) „ 

gUM 2 (25) 

2- (5- (2- ( 2 -7^~;V- 5 -^TVlO^lT-y— /t'- 4 — 
15 h^v") -3, Knt7^vy- 1— f/l") 



TLC : Rf 0. 54(^dd Tfr/^A : ^ / — /V=10 : 1) ; 
20 NMR(CDClg) : 8 8. 01-7. 92 (m, 2H), 7. 48-7. 36 (m, 3H), 7.09(t, J=8. OHz, 
1H), 6. 83 (d, J=8. OHz, 1H), 6.76(d, J=8. OHz, 1H), 6.00(t, J=4. 8Hz, 1H), 
4. 20 (t, J=6. 4Hz, 2H), 3. 43(brs, 2H), 2. 98 (t, J=6. 4Hz, 2H), 2.75(t, 
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J=8. 0Hz, 2H), 2. 35 (s, 3H), 2.32-2. 18 (m, 2H) D 
mMM2 (2 6) 

2- (5- (2- (2- (4— ^^-;vy — 5 ^ ;V^r^^/ — ;V 

5 -4— f/u) ^h*r^) -3, 4-i?thW^^-l-^) gf& 



TLC : Rf 0.45 a : 7^=10 : 1) ; 

10 NMR(CDC1 3 ) : S 7.86(d, J=8. 1Hz, 2H), 7. 22 (d, J=8. 1Hz, 2H), 7. 09 (dd, 
J=7.8, 7.8Hz, 1H), 6.83(d, J=7. 8Hz, 1H), 6.78(d, J=7. 8Hz, 1H), 6. 00 (t, 
J=4. 5Hz, 1H), 4. 02 (t, J=6. 6Hz, 2H), 3.44(s, 2H), 2.97(t, J=6. 6Hz, 2H), 
2. 75 (t, J=6. 6Hz, 2H), 2. 38 (s, 3H), 2. 34 (s, 3H), 2. 26 (m, 2H) D 

15 jil2 (2 7) 



5- (5- (2- (2 -:7a^/t/- 5 -^/l-^^f-i/— /V-4--T/1-) ^ 



20 TLC : Rf 0. 55(^nn tfc/UA : ^ 9 J — /^=9 : 1) ; 

NMR(CDC1 3 ) : 5 8. 02-7. 94 (ra, 2H), 7. 48-7. 37 (m, 3H), 7. 12 (t, J=8. OHz, 
1H), 6. 87 (t, J=8. OHz, 1H), 6. 79 (d, 1=8. OHz, 1H), 5. 84 (t, J=4. 6Hz, 1H), 
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4. 25 (t, J=6. 4Hz, 2H), 3.00(t, J=6. 4Hz, 2H), 2. 71 (t, J=7. 4Hz, 2H), 
2. 50-2. 30 (m, 7H), 2.25-2. 10 (m, 2H), 1.78-1. 46 (m, 4H) D 

gjjjgl 2 (28) 

5 5- (5- (2- (2- (4-^^7*^) - 5 ^JVjr^^J—jV 
azh^-is) -3, 4-^tKnt7^!/y-l — f/l") -^V* 




10 TLC : Rf 0. 27 a n^JvW* : * $ /U=20 : 1) ; 

NMR (CDClg) : 8 7.85(d, J=8Hz, 2H), 7. 20 (d, J=8Hz, 2H), 7. 15 (dd, J=8, 
8Hz, 1H), 6. 85 (d, J=8Hz, 1H), 6. 80 (d, J=8Hz, 1H), 5. 85 (t, J=7Hz, 1H), 
4. 25 (t, J=7Hz, 2H), 3.00(t, J=7Hz, 2H), 2. 70 (t, J=8Hz, 2H), 2. 50-2. 30 (m, 
4H), 2.40(s, 3H), 2.30(s, 3H), 2.20(m, 2H), 1. 80-1. 50 (m, 4H) D 

15 

mmm 2 (29) 

5- (5- (2- (2- (1, 3-z?Jr*-y-4>>?^-5-4^) -5-y 

l —4M 



20 




TLC : Rf 0. 20(^nn : ^ * y — /l^=20 : l) ; 
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NMR(CDC1 3 +CD 3 0D) : 8 7. 55 (dd, J=8Hz, 1H), 7.45(d, J=lHz, 1H), 7. 15 (dd, 
1=7. 5, 7.5Hz, 1H), 6.90(d, J=7. 5Hz, 1H), 6. 85 (d, J=8Hz, 1H), 6.80(d, 
J=7. 5Hz, 1H), 6.00(s, 2H), 5.85(t, J=4Hz, 1H), 4.20(t, J=6. 5Hz, 2H), 
2.95(t, J=6. 5Hz, 2H), 2. 70 (t, J=8Hz, 2H), 2. 50-2. 20 (m, 4H), 2. 30 (s, 3H), 
5 2. 20 (m, 2H), 1.80-1. 45 (m, 4H) Q 

mt&W2 (3 0) 

5- (5- (2- (2- (4-^W5/7x^) 

f-y— ^— 4— >fAO xf^) -3, 4-??tKat7^^-l-^) 

10 ^^i/gfe 



TLC : Rf 0. 55(^ao -fcsVJ* : * # J —/U=9 : 1) ; 

NMR(CDC1 3 ) : 6 7.80(d, J=8Hz, 2H), 7. 10 (m, 1H), 6. 90-6. 70 (m, 4H), 
15 5. 85 (m, 1H), 4. 20 (t, J=6. 5Hz, 2H), 3.00(s, 6H), 2. 95 (m, 2H), 2. 70 (m, 2H), 
2. 50-2. 10 (m, 6H) , 1. 80-1. 50 (m, 4H) „ 

iii 2 (3D 



2, 2 -v^^vl^— 3 - (5- (2— (2— ^ai^/l^— 5 — ^^/^^f-y 
20 — ^h*-» -3, 4-^tKPt7^Vy-l->f/l') ^° 
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TLC : Rf 0. 35(-->^f-^ : g^Bfe^^-^=2 : l) ; 

NMR(DMS0-d 6 ) : 8 12.07(br, 1H), 7. 93 - 7. 86 (ra, 2H), 7. 53 - 7. 42 (m, 3H), 
7.09(t, J=8. 1Hz, 1H), 6.95(d, J=8. 1Hz, 1H), 6.86(d, J=8. 1Hz, 1H), 5.84(t, 
5 J=4.2Hz, 1H), 4. 19(t, J=6. 3Hz, 2H), 2.93(t, J=6. 3Hz, 2H), 2.65(s, 2H), 
2. 55 (t, J=7.8Hz, 2H), 2. 34 (s, 3H), 2.08 - 1. 98 (m, 2H), 0. 99 (s, 6H) Q 

jjM2 (3 2) 

2, 2—5^^-3- (5- (2- (2- (6-^f/V7^t°y^ 
10 — 3— ^/^) — 5 — p^/t'^arf-yWl'— 4 — f/W) ^b^V) -3, 4- 




15 TLC : Rf 0. 62 (^^r^^ : g£g^c^Vl/=l : 19) ; 

NMR(CDC1 3 ) : 5 8.73(d, J=2. 7Hz, 1H), 8. 05 (dd, J=8. 7, 2. 7Hz, 1H), 
7.08(dd, J=7.8, 7.8Hz, 1H), 6.96(d, J=7. 8Hz, 1H), 6. 76 (d, J=7. 8Hz, 1H), 
6.58(d, J=8. 7Hz, 1H), 5.91(t, J=4. 5Hz, 1H), 4. 23 (t, J=6. 3Hz, 2H), 3. 20 (s, 
6H), 2.96(t, J=6. 3Hz, 2H), 2. 76 (s, 2H), 2. 68 (t, J=7. 5Hz, 2H), 2. 34 (s, 

20 3H), 2. 18-2. 11 (ra, 2H), 1. 15 (s, 6H) 0 



mmm 2 (33) 

2, 2 -v^^/I/- 3 - (5- (2- (2 — f y^n 5 -^^/^^ 

t/-^-4 — f/V) ^bdf-y) -3, 4-^tKnt7^wy-i — f/iO 
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H 3 C O^CH 3 ^ 




• 1/2Ca 



5 TLC : Rf 0. 86(^^r^-> : I^^^^=l : 19) ; 

NMR(DMS0-d 6 ) : 8 7.06(m, 1H), 7.58(d, J=7. 5Hz, 1H), 6.80(d, J=8. 1Hz, 
1H), 5.88(m, 1H), 4. 10(t, J=6. 9Hz, 2H), 2. 94 (quint, J=6. 9Hz, 1H), 2.79(t, 
J 6.6Hz, 2H), 2. 63 (s, 2H), 2. 50 (m, 2H), 2. 19 (s, 3H), 2. 05 (m, 2H), 1. 20 (d, 
J=6. 9Hz, 6H), 0. 89 (s, 6H) 0 

10 

jlM2 (3 4) 

2, 2-v>^/l/-3- (5- (2- (2- (6- (tl^-l-'f^) 
fc° U v 5 ^— 3 — ( M — 5 - * =f~jV0r3c^/~-7V— 4 -4M ^ h ^f) - 

3, Knt7^vy-l-^f^) ^n'^Bfe- ^ V&iM. 



TLC : Rf 0. 59(^no : 7< * J — /^=8 : 1) ; 

NMR(DMS0-d 6 ) : 5 8. 57 (d, J=2. 1Hz, 1H), 7.90(dd, J=9. 0, 2.1Hz, 1H), 
20 7.06(dd, J=8. 1, 7.5Hz, 1H), 6.97(d, J=7. 5Hz, 1H), 6.87(d, J=9. 0Hz, 1H), 
6.8l(d, J=8. 1Hz, 1H), 5.84(t, J=4. 5Hz, 1H), 4. 15 (t, J=6. 3Hz, 2H), 
3.68-3. 50 (m, 4H), 2. 88 (t, J=6. 3Hz, 2H), 2. 66-2. 48 (m, 4H), 2. 29 (s, 3H), 



15 



N =/ 0-^CH 3 




OH 
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2. 14-1. 92 (m, 2H), 1.70-1. 38 (m, 6H), 0. 85 (s, 6H), 



mm 2 (35) 



2, 2— ^ff-JV— 3- (5 - (2- (2- (6— ("=e/U* P >— 4 — f/U) 

3, 4-v't Fat7^vy-l— f;i^) ^a^^tt'-^hP^Aifc 




10 TLC : Rf 0. 56 n HTfr/W* : ^ /U=8 : 1) ; 

NMR(DMS0-d 6 ) : 8 8.6l(d, J=2. 1Hz, 1H), 7.97(dd, J=9. 0, 2.1Hz, 1H), 
7.06(dd, J=8. 1, 7.5Hz, 1H), 6.97(d, J=8. 1Hz, 1H), 6.9l(d, J=9. OHz, 1H), 
6.81(d, J=7. 5Hz, 1H), 5.84(t, J=4. 5Hz, 1H), 4. 1 6(t, J=6. OHz, 2H), 
3. 76-3. 62 (ra, 4H), 3. 60-3. 44 (in, 4H), 2. 89 (t, J=6. OHz, 2H), 2.64-2. 48 (m, 

15 4H), 2. 31 (s, 3H), 2. 14-1. 92 (m, 4H), 0. 84 (s, 6H) 0 



20 



(3 6) 



2, 2-v^^A— 3- (5- (2- (2- f 
- 5 -^^/^= 3 rf-y^/^-4-^7V) ^bdrV) -3, 4— 5?fcKn 
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TLC : Rf 0.48(^rf-V : @^^=P^=1 : 19) ; 

NMR(CDC1 3 ) : 8 9.05(d, J =1. 8Hz, 1H), 8. 13 (dd, J=8. 4, 1. 8Hz, 1H), 
7. 22 (d, J=8. 1Hz, 1H) , 7. 07 (dd, J=8. 1, 8. 1, Hz, 1H) , 6. 96 (d, J=8. 1Hz, 1H) , 
5 6. 75 (d, J=8. 4Hz, 1H), 5. 91 (m, 1H), 4. 24 (t, J=6 . 6Hz, 2H), 2. 98 (t, J=6. 6Hz, 
2H), 2. 76 (s, 2H), 2. 68 (t, J=7. 8Hz, 2H), 2.60(s, 3H), 2. 38 (s, 3H), 
2. 18-2. ll(m, 2H), 1. 15(s, 6H) 0 

mmm2 (3 7) 

10 2, 2 (5- (2- (2- (^/^]) ^- -5 

-^f;vfr^-4-^f;v) zcf^) -3, 4-^tKnt7^vy 
- 1 --f :/p^>^ 



TLC : Rf 0. 72(^3c~f-> : @^^^A-=1 : 19) ; 

NMR(CDC1 3 ) : 8 7. 08 (dd, J=8. 1, 7. 5Hz, 1H), 6. 95 (d, J=7. 5Hz, 1H), 
6.76(d, J=8. 1Hz, 1H), 5.90(t, J=4. 8Hz, 1H), 4. 21 (t, J=6. 6Hz, 2H), 3.79(t, 
J=4. 8Hz, 4H), 3. 39 (m, 4H), 2. 98 (t, J=6. 6Hz, 2H), 2. 76 (s, 2H), 2. 67 (t, 
20 J=7.8Hz, 2H), 2. 27 (s, 3H), 2. 18-2. 11 (ra, 2H), 1. 14 (s, 6H) 0 

mmm 2 (38) 

2, 2 -^^-3- (5- (2- (2- (t°^U 1 -^/U) -5 

rch^ri/) -3, 4-v?tKot7^wy 




OH 



15 
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5 TLC : Rf 0. 76 v n : ^ $ / — /P-=19 : 1) ; 

NMR(CDC1 3 ) : 6 7.07(dd, J=7. 8, 7. 8Hz, 1H), 6.94(d, J=7. 8Hz, 1H), 
6. 76 (d, J=7. 8Hz, 1H), 5. 90 (t, J=4. 8Hz, 1H), 4.20(t, J=6. 9Hz, 2H), 3. 36 (m, 
4H), 2. 95 (t, J=6.9Hz, 2H), 2. 76 (s, 2H), 6. 69 (t, J=8. 4Hz, 2H), 2. 24 (s, 
3H), 2.18-2.1 Km, 2H), 1. 62 (ra, 6H), 1. 14 (s, 6H) C 

10 

mmm 2 (39) 

2, 2-v J ^^/i^-3- (5— (2- (2- (f^;^yy-4-^f;i') 
-5-^WTyWW4-^^) zcfdrv-) -3, 4-i?tFPt7^ 

15 




TLC : Rf 0. 73(?va7fr/UJ* : — /U=19 : 1) ; 

NMR(CDC1 3 ) : 6 7.08(dd, J=8. 7, 8. 7Hz, 1H), 6.95(d, J=8. 7Hz, 1H), 
20 6.76(d, J=8.7Hz, 1H), 5.91(ra, 1H) , 4.20(t, J=6. 6Hz, 2H), 3.75(m, 4H), 
2.94(t, J=6.6Hz, 2H), 2.77(s, 2H), 2.68(m, 6H), 2.25(s, 3H), 2. 15 (m, 2H), 
1. 15 (s, 6H) Q 
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$mM2 (4 0) 

2, 2—*J*J->V— 5- (5- (2- (2— 7^^/l^-5-^^/^^f-y 
^bdrv/) -3, 4-v?tKot7^Vy-l-^) 

5 >"^>^ 



TLC : Rf 0. 49(^dp #f/l^ : f ? J —7^=10 : l) ; 
10 NMR(CDC1 3 ) : 8 8. 01-7. 92 (m, 2H), 7. 48-7. 36 (m, 3H), 7. 10(t, J=8. OHz, 
1H), 6.86(d, J=8.0Hz, 1H), 6. 77 (d, J=8. OHz, 1H), 5.83(t, J=4. 6Hz, 1H), 
4. 24 (t, J=6. 6Hz, 2H), 2. 99 (t, J=6. 6Hz, 2H), 2.7 0(t, J=7. 8Hz, 2H), 
2. 46-2. 32 (ra, 2H) , 2. 36 (s, 3H) , 2. 24-2. 11 (m, 2H) , 1. 67-1. 40 (m, 4H) , 1. 17 (s, 
6H) D 

15 

jjM2 (4 1) 

2 3 - (5- (2— (2- (4— ff~;V7 ^~;V) -5 

- ^ ^JV^-Zr^lf—JV- 4 — f/k). -3, Kot7^1^ 



OH 




20 



H 3 C 




OH 
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TLC : Rf 0. 38(^an*;l/A : ;ls=10 : 1) ; 

NMR(CDC1 3 ) : 5 7.86(m, 2H), 7. 34-7. 12 (m, 7H), 7. 08 (dd, J=8. 1, 8.1Hz, 
1H) , 6. 89 (d, J=8. 1Hz, 1H) , 6. 80 (d, J=8. 1Hz, 1H) , 5. 99 (dd, J=4. 5, 4. 5Hz, 
5 1H), 4.57(d, J=l 1.7Hz, 1H), 4. 41 (d, J=ll. 7Hz , 1H), 4. 29-4. 20 (ra, 2H), 
4. 16 (dd, J=9. 0, 3. 6Hz, 1H), 3. 10 (m, 1H), 3. 00 (t, J=6. 6Hz, 2H), 2.90- 
2. 66 (m, 2H), 2.60(m, 1H) , 2. 38 (s, 3H), 2. 36 (s, 3H), 2. 25-2. 12 (ra, 2H) D 

10 2— (5— (2— (2— (4 — U^3c*/;V7 — 5—^^/1"^-=^ 

■f-/— ;V—A—^/V) =tLh^-» -3, 4-^tKot73'Vy-l-^/V) 




15 Tfc^ftSP^^T/l^ — ^i* (1 4 7 mg) ©rb7tFn77V (7.0 
m 1 ) Kfttttclgj&ftl 1 (29) "CiSaft bfc^#) (1. 93 g ) ©r h7t F 

n7 7 y (i 2mi) «^o°cTiru sai-e LB B#r«#Lfc 0 
20 miriftU T»«W4iaSrWi-**38Mft:'a* (L26g) &#fc„ 

TLC : Rf 0. 50(^3f1^ : @^cc^vk=l : 1) ; 

NMR(CDC1 3 ) : 8 7. 92-7. 84 (m, 2H), 7. 30-7. 22 (ra, 2H), 7. 13 (dd, J=8. 1, 
8.1Hz, 1H), 7.89(d, J=8. 1Hz, IE), 6.8l(d, J=8. 1Hz, 1H), 5.95(t, J=4. 5Hz, 
1H), 4. 25 (t, J=6.6Hz, 2H), 3. 82-3. 68 (ra, 2H), 2.98(t, J=6. 6Hz, 2H), 



138 



WO 02/051820 



PCT/JP01/11255 



2. 78-2. 66 (in, 4H), 2. 53 (ra, 1H), 2. 36 (s, 3H), 2. 30-2. 16 (m, 2H), 1.96- 
1. 70 (m, 5H), 1.54-1. 14 (m, 5H) 0 

mMM3 (1) ~miMM3 (5) 

5 mmmi (2 9) -ommLtcih^m<D^\)^mmmi (2 7),»ii 
(28). mrnmi (30), mmmi (31) *5j;t>^mM2T^5tbfcfb 

10 %IM3 (1) 

2- (5— (2- (2- (4-^^/^^cc^/l^) - 5 —* = 5-jVjr3c^J<—;V 
-4— o-h^vO -3, 4-3? I: FDt7^Uy-l— f/V) ^/ 




15 

TLC : Rf 0. 27(^drf->- : gj^cfVk=2 : 1) ; 

NMR(CDC1 3 ) : 6 7.86(d, J=8. 4Hz, 2H), 7. 23 (d, J=8. 4Hz, 2H), 7. 12 (dd, 
J=8. 1, 8.1Hz, 1H), 6.89(d, J=8. 1Hz, 1H), 6.81(d, J=8. 1Hz, 1H), 5.94(t, 
J=4. 5Hz, 1H), 4. 25 (t, J=6. 6Hz, 2H), 3. 76 (ra, 2H), 2.98(t, J=6. 6Hz, 2H) , 
20 2. 78-2. 67 (m, 4H), 2. 38 (s, 3H), 2. 36 (s, 3H), 2. 22 (m, 2H) D 

iWJ3 (2) 

2- (5- (2- (2 — f y^nbf/u— 5— t^-AsHrtt^S— ;v-A-- <M 
^h^» -3, 4-v^tFot7!?^-l-^/V) au#S*-)V 
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TLC : Rf 0. 34(^-^i^>- : f^^/l^l : 1) ; 
5 NMR(CDC1 3 ) : 5 7. 12 (dd, J=7. 8, 7. 8Hz, 1H), 6. 89 (d, J=7. 8Hz, 1H), 
6.79(dd, J=7.8, 0.9Hz, 1H), 5.95(dd, J=4. 5, 4. 5Hz, 1H), 4. 17 (t, J=6. 6Hz, 
2H), 3. 82-3. 70 (m, 2H), 2. 99 (sept. , J=6. 9Hz, 1H), 2. 89 (t, J=6. 6Hz, 2H), 
2. 76-2. 66 (m, 4H), 2.28-2. 16 (m, 2H), 2. 25 (s, 3H), 1. 31 (d, J=6. 9Hz, 6H) D 

10 mmms (3) 



2- (5- (2- (2- U-^/I/fc^^v^- 1 — (M 

^h^vO -3, Knt7^vy-l-^ 



TLC : Rf 0. 26 9 / —A' : Hg^fVt^l : 5) ; 

NMR(CDC1 3 ) : 6 7. 12 (dd, J=8. 1, 8.1Hz, 1H), 6. 88 (d, J=8. 1Hz, 1H), 
6.80(d, J=8. 1Hz, 1H), 5. 95(brt, 1H), 4. 22 (t, J=6. 6Hz, 2H), 3. 76 (t, 
20 J=6. 6Hz, 2H), 3.40(brt, 4H), 2. 96 (t, J=6. 6Hz, 2H), 2. 76-2. 67 (m, 4H), 
2. 50(brt, 4H), 2. 33 (s, 3H), 2. 26 (s, 3H), 2. 26-2. 17 (m, 2H) 0 



15 
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2- (5- (2- (2- (t^y^-i— f^) 

-4 — f/i') ^bdf-^) -3, wy- 1 -—fAO 

5 




TLC : Rf 0. 27(^=¥f-> : @^^^A-=2 : 1) ; 

NMR(CDC1 3 ) : 5 7. 12 (dd, J=7. 8, 7. 8Hz, 1H), 6.88(d, J=7. 8Hz, 1H), 
6.81(d, J=7.8Hz, 1H), 5.95(dd, J=4. 5, 4. 5Hz, 1H), 4. 21 (t, J=6. 9Hz, 2H), 
10 3. 75 (m, 2H) , 3. 36 (ra, 4H) , 2. 96 (t, J=6. 9Hz, 2H) , 2. 77-2. 68 (m, 4H) , 2. 25 (s, 
3H), 2. 27-2. 18 (m, 2H), 1.72-1. 53 (m, 6H) D 

mMM3 (5) 

3- (5- (2- (2- (4-^ ^/I^^^/l/) - 5 ^/VJr^y— ?V 
15 — 4->f/v) ^h^ls) -3, 4 -v?t Kat7^ l^y- 1 ->f;u) 




TLC : Rf 0.55(1^^^^71/ : ^^:/=2 : 1) ; 
20 NMR(CDC1 3 ) : 8 7. 86 (d, J=8. 1Hz, 2H), 7. 23 (d, J=8. 1Hz, 2H), 7. 12 (t, 
J=7.8Hz, 1H), 6. 91 (d, J=7.8Hz, 1H), 6. 80 (d, J=7. 8Hz, 1H), 5. 90-5. 84 (m, 
1H), 4. 25 (t, J=6.6Hz, 2H), 3. 68 (t, J=6. 6Hz, 2H), 2. 99 (t, J=6. 6Hz, 2H), 
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2.71(t, J=7.8Hz, 2H), 2.52(t, J=7. 8Hz, 2H), 2.39(s, 3H), 2.36(s, 3H), 
2. 24-2. 14 (m, 2H), 1.78 (quint, J=7. 8Hz, 2H), 1.58(s, 1H)„ 

5 2— (5— (2- (2- (4 — -y? u^$c*/;V7 a^~jv) —^—^^jvir^r 
^-V—JV-A — (M rcb^fV) -3, 4-v?tKnt7^l/y-l-^f;H 

10 mnm 3 -cgagLfc-fb-a^ (1. 20 g ) <Dmm^A- ( 1 2 m 1 ) *s <t 

^ f^^;i^*^r^ K (5. Om 1 ) ©}lMI('v ! 'f V 7"* \* As^f AST 5 V 
(2. 7m 1 ) ^flflx., HgkfbfiSJt ■ If JJ v^$£#: (1. 25 g ) CD f-As^Asifr 
*cis K (6. 5m 1 ) 1 0°C-C^TU - 1 0°CT 2B#^#bfc 0 fit 

j&^&&#7kfc:&ti\ ^wituift, ttm^^fiafti^7k^# 
mtt&m (i.57 g ) %#fc D nbtiit{k&mtmmr&z.bte<fc<D&]&te- 

TLC : Rf 0.60(^^f-^ : @1^^^/=2 : l)„ 
20 IfeM4 (1) -jli4 (4) 

mnm 3 -ea^st ^\\&m<ow%> y> \z.mmm 3 en ~»j3 u) -e 
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mm.M4 (i) 

2- (5- (2- (2- (4.-^/^:7^^/1/) - 5 — ^^Vl^^MJ-y— /^ 
^b^vO -3, 4-i?tKPt7^Wy-l-^) T*fe b 



TLC : Rf 0. 58 (-^l^ : @^^3i^/^=2 : 1) ; 

NMR(CDC1 3 ) : 5 9.63(t, J=l. 5Hz, 1H), 7. 86 (d, J=8. 1Hz, 2H), 7.24(d, 
J=8. 1Hz, 2H), 7. 12 (dd, J=7.8, 7. 8Hz, 1H), 6.83(d, J=7. 8Hz, 1H), 6. 73 (d, 
10 J=7.8Hz, 1H), 6.02(t, J=4. 5Hz, 1H), 4.25(t, J=6. 6Hz, 2H), 3.43(m, 2H), 
2.98(t, J=6.6Hz, 2H), 2.78(t, J=8. 4Hz, 2H), 2. 38(s, 3H), 2.36(s, 3H), 
2. 3 l(m, 2H) C 

iii4 (2) 

15 2- (5- (2- {2.—^yzfu\f;V—b-^^-/V^-^y—;V-A—y(;V) 

^h^-y) -3, 4-> ? tKnt7^vy-i — (M rthr/i^tK 



20 TLC : Rf 0. 62(— : fj^n^vl^l : 1) ; 

MlR(CDClg) : 6 9.64(t, J=2. 4Hz, 1H), 7. 12 (dd, J=7. 8, 7. 8Hz, 1H), 
6.81(d, J=7.8Hz, 1H), 6.73(d, J=7. 8Hz, 1H), 6. 03 (dd, J=4. 5, 4. 5Hz, 1H), 




CHO 
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4. 18 (t, J=6. 6Hz, 2H) , 3. 48-3. 40 (m, 2H) , 2. 99 (sept. , J=6. 9Hz, 1H) , 2. 89 (t, 
J=6.6Hz, 2H), 2.77(t, J=8. 1Hz, 2H), 2.36-2. 16 (m, 2H), 2. 25 (s, 3H), 1.31(d, 
J=6.9Hz, 6H) 0 

5 mMM4 (3) 

2- (5- (2- (2- (4-^f;H;^7^y-i — -5-*?-/v 
f7^-4--f;H xh^i/) -3, 4-i?l:Knt7^l/y-l->f 



TLC : Rf 0. 25 (p< ^ / — /V : g£Bferc^vi^=l : 5) ; 

NMR(CDC1 3 ) : 6 9. 64 (t, J=2. 4Hz, 1H), 7. 12 (dd, J=8. 1, 8.1Hz, 1H), 
6.82(d, J=8. 1Hz, 1H), 6.73(d, J=8. 1Hz, 1H), 6.03(brt, 1H), 4.22(t, 
J=6.9Hz, 2H), 3.46-3. 37 (ra, 6H), 2.96(t, J=6. 9Hz, 2H), 2.78(dd, J=8. 4, 
15 8.4Hz, 2H), 2. 5 l(m, 4H), 2. 34 (s, 3H), 2. 26 (s, 3H), 2. 34-2. 23 (ra, 2H) 0 

mm* (4) 

2- (5- (2- (2- (fc^<!J i?-y- -5-^f;^ry'^ 
- 4-4 M ^h*ci/) -3, 4-^tKnt7^Vy-l-^f;k) T1?b 
20 7^ft K 




CHO 




CHO 
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TLC : Rf 0. 57(^1^ : H^^/^2 : 1) ; 

NMR (CDC1 3 ) : 8 9.64(t, J=2. 7Hz, 1H), 7. 12 (dd, J=8. 1, 8.1Hz, 1H), 
6.82(d, J=8. 1Hz, 1H), 6. 72 (d, J=8. 1Hz, 1H), 6.02(dd, J=4. 5, 4. 5Hz, 1H), 
4. 22 (t, J=6. 9Hz, 2H), 3.44(m, 2H), 3. 36 (m, 4H), 2. 96 (t, J=6. 9Hz, 2H), 
5 2. 78 (dd, J=8. 1, 8.1Hz, 2H), 2. 36-2. 26 (m, 2H) , 2. 25 (s, 3H), 1.72-1. 54 (m, 
6H) 0 

2 8 

2- (4 — ^9 U^^S/V? au~;V) —4— (2— ((5— (2, 
10 ^S^^vP) -7, 8— v>fc KBt7^uy- 1 — f^) ^3^) rc^/V) 
— 5 — * ^Vl^^lJ-y— /l" 




1 5 MMM 4 bfcf k&m<D^ 9 / — (7. 8m 1 ) ffl&K P~h i//V§k • 

TKfpfe ( 3 o o m g ) &m%.^ 9 o ■c-e 3 Wfflwtw bfc 0 mwg. x^mm, 

20 1 5 : l->9 : 1) -CflfittU TlB«M&^5*lMfbl^ (1.04g) % 
#7c„ 

TLC : Rf 0. 38 (^M^ : @fcg&r.^vu=5 : 1) ; 

NMR (CDC1 3 ) : 6 7. 94-7. 84 (m, 2H), 7. 30-7. 22 (ra, 2H), 7. 12 (dd, 1=7. 8, 
7.8Hz, 1H), 6.93(d, J=7. 8Hz, 1H), 6.79(d, J=7. 8Hz, 1H), 5.97(t, J=4. 5Hz, 
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1H), 4.64(m, 1H), 4.25(t, J=6. 6Hz, 2H), 3. 74-3. 58 (ra, 2H), 3. 52-3. 38 (m, 

2H), 2.98(t, J=6. 6Hz, 2H), 2. 80-2. 64 (ra, 4H), 2. 53 (ra, 1H), 2. 35 (s, 3H), 

2. 26-2. 14 (m, 2H), 1.96-1. 70 (m, 5H), 1.52-1. 20 (m, 5H), 1. 16 (t, J=6. 9Hz, 
6H) D 

5 

2 9 

3- (5— (2- (2— (4 — X2^e^iy;vy a^^7V) — 5 - t^lV^T^ 

•^y—/U-4-^M^-h^r^) 3, 4-^tKnt7^I/y-l-^) 




##i2 8-e$S5gb^fc^ (l.OOg) Oit'fh^^W^ (9.5ml) igiRfc 

v'ryft h y ^ ^/i^v- y ^ (o. 76m 1 ) 33 <tt^=7 t-a4&sl 

15 (0. 14m 1 ) £*nx.. ^jft-e 1. 5 0fP H m#bfc o SJ&^& Sr^Bkfc^ 
Pvh^77^f- (— =3rf-^ : I^^^/W= 1 0 : 1-+7 : 1) "^It^b, 

T^m^m-t^uM^mmit-B-m (837 m g ) &#fc 0 #kttrcto 

TLC : Rf 0. 27(^=3rf-^ : 0m^^^=5 : 1) ; 

NMR(CDC1 3 ) : 5 7. 94-7. 84 (m, 2H), 7. 32-7. 22 (m, 2H), 7. 14 (dd, J=8. 4, 
8. 4Hz, 1H), 6.88-6. 76 (m, 2H), 6. 09 (t, J=4. 5Hz, 1H), 4. 32-4. 18 (m, 3H), 
3.80(m, 1H), 3.48(m, 1H), 3. 10-2. 44 (m, 7H), 2.36(s, 3H), 2. 32-2. 10 (ra, 
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2H), 1.96-1. 70 (m, 5H), 1.52-1. 14 (m, 8H) 0 

2— xh^$/- 3— (5- (2— (2— (4 —1/9 n^3rl//U7 ^~/V>) — 
5 JV—A-si/V) a^Y^Z/) -3, 4— Fof7^ 

1 — fy^) ^n^^^ 



2 9 t?Mit bfcfb^O^^ / —/V (1 1ml) 5 NTkgtte 

10 h y v^mm o. 8m 1 ) &m&., 9 o°c-r 4B#p H m#bfc c ^m^t^ 

A^D^h^?^- (^pp *JWA : ^ ^ / — 7V-= 12:1) U 
15 TIB#/'l4«^i-5^PJ'fb^ (6 7 6mg) £r#fc 0 
TLC : Rf 0.42(^nn tJWA : ^ ^ / — /V=8 : 1) ; 

M1R(CDC1 3 ) : 5 7. 94-7. 84 (m, 2H), 7. 32-7. 22 (m, 2H), 7. 13 (dd, J=7. 8, 
7.8Hz, 1H), 6.96(d, J=7. 8Hz, 1H), 6.80(d, J=7. 8Hz, 1H), 5.98(t, J=4. 5Hz, 
1H), 4. 24 (t, J=6.6Hz, 2H), 4.04(dd, J=8. 7, 4. 2Hz, 1H), 3. 54 (m, 1H), 
20 3. 43 (m, 1H) , 3. 06 (m, 1H) , 2. 99 (t, J=6. 6Hz, 2H) , 2. 90-2. 44 (m, 4H) , 2. 35 (s, 
3H), 2. 26-2. 12 (m, 2H), 1.96-1. 68 (m, 5H), 1.52-1. 16 (ra, 5H), 1. 12 (t, 
J=6.9Hz, 3H) 0 

(1) — mMM6 (4) 




O ^CH 3 
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mMm4XMmVfcfc&%3<Dttfr*)fcmi&M4 (1) ~4 (4) T*«3tL 
2-^fdrv--3- (5- (2- (2- ( 4 - ^ ^VK7 ^ ^/l/) - 5 



TLC : Rf 0. 42(^ a a ifr/VJ* : ^ /l/=10 : 1) ; 

NMR(CDC1 3 ) : 8 7. 86 (d, J=8. 1Hz, 2H), 7. 23 (d, J=8. 1Hz, 2H), 7. 14 (dd, 
J=7.8, 7.8Hz, 1H), 6.96(d, J=7. 8Hz, 1H), 6.82(d, J=7. 8Hz, 1H) , 5.98(t, 
15 J=4. 5Hz, 1H), 4. 26 & 4. 25 (each t, J=6. 6Hz, total 2H), 4. 04 (dd, J=9. 0, 
3.9Hz, 1H), 3.49(m,2H), 3. 08 (m, 1H), 2. 99 (t, J=6. 6Hz, 2H), 2.86 & 
2. 81 (each t, J=6. 6Hz, total 1H), 2. 72-2. 52 (m, 2H), 2. 38 (s, 3H), 2. 36 (s, 
3H) , 2. 21 (m, 2H) , 1. 12 (t, J=6. 9Hz, 3H) 0 

20 »J6 (2) 

2— ^J>^v--3- (5- (2— (2— -fy^n tf^— 5— ;*^/^3rf-y 
-f^) if^) -3, 4-^tKnt7^Wy-l-^/l') ^° 




O^CH 3 
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TLC : Rf 0. 42(^nn : * $ / <— ^=8 : 1) ; 

NMR(DMS0-d 6 ) : 8 7. 07 (dd, J=7. 8, 7. 8Hz, 1H), 6.98(d, J=7. 8Hz, 1H), 
5 6.81(d, J=7.8Hz, 1H), 5.85(dd, J=4. 2, 4. 2Hz, 1H), 4.09(t, J=6. 3Hz, 2H), 
3. 74-3. 46 (in, 2H), 3. 13 (m, 1H), 3. 02-2. 56 (m, 5H), 2. 54-2. 30 (m, 2H), 
2. 18 (s, 3H), 2. 16-1. 94 (m, 2H), 1. 20 (d, J=6. 6Hz, 6H), 0.92(t, J=6. 9Hz, 
3H) 0 



10 



mm e (3) 



2-iI>^-3- (5- (2- (2- (4-^^^7^- 1 — i M 
-5-^W7^/V-4-^f/V) ccfdr-^) -3, 4-^tKPt7^ 



15 



H 3 C-N N-< I 

W S^CH 3 




TLC : Rf 0. 35 o a *J^i>. : * ? / —^=5 : 1) ; 

NMR(CDC1 3 +CD 3 0D) : 8 7. 11 (dd, J=8. 1, 8.1Hz, 1H), 6. 99 (d, J=8. 1Hz, 1H), 
6. 77 (d, J=8. 1Hz, 1H), 5.98(dd, J=4. 2, 4. 2Hz, 1H), 4. 22 (m, 2H), 3.98(dd, 
20 J=9. 0, 4. 5Hz, 1H) , 3. 66-3. 46 (m, 5H) , 3. 44-3. 32 (m, 1H) , 3. 02-2. 45 (m, 10H) , 
2. 52 (s, 3H), 2. 27 (s, 3H), 2. 22-2. 10 (m, 2H), 1. 10 (t, J=6. 9Hz, 3H) Q 
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mnM6 (4) 

2-^^-3- (5- (2- (2- (fc^JJ v»^- 1 — f/l') -5-^ 
W7^^-4 — (M z^h^-» -3, 4-^tKat7^y-l 
5 — f/V) ^a/^i 



TLC : Rf 0. 45(^nn*;^ : 7^=10: 1) ; 

10 NMR (CDClg) : 6 7. 12 (dd, J=8. 1, 8.1Hz, 1H), 6.94(d, J=8. 1Hz, 1H), 

6.79(d, J=8. 1Hz, 1H), 5.98(dd, J=4. 5, 4. 5Hz, 1H), 4. 20 (m, 2H), 4.03(dd, 
J=9.0, 3.9Hz, 1H), 3. 55 (m, 1H), 3. 41 (m, 1H), 3. 37 (m, 4H), 3.06(m, 1H), 
2.97(t, J=6.9Hz, 2H), 2.82(ddd, J=15. 9, 7.5, 7. 5Hz, 1H), 2. 74-2. 51 (ra, 
2H), 2.24(s, 3H), 2. 25-2. 14 (m, 2H), 1.72-1. 55 (m, 6H), 1. 12 (t, J=6. 9Hz, 



3 - (5- (2- (2- (A-*J-?V7^^;V) - 5 
/u3-3c-y-y— A — 4— f/lO ^h^>0 -3, 4-^tKnt7^vy-l 
20 — f/i") K 




O ^CH 3 



15 3H) 0 




O CH 3 
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3- (5- (2- (2- -5—*?'A'tt'9"S— 
,1,-4-^,1,) ^h^r>» 3, 4-^kKot7^Vy-l-^^) -2- 
^ h ^rS^n^i^ MJ (146mg ; HJ&M 4 b/cfb^Oft^ 
5 19 fcHJfefll 4 ( 1 ) T?iSi3t L,fcik&m%m^X, ##M 2 8 ->##M 2 9 £ 
»ift#ttl3|Ufc) <d^/-/v (4ml) jsi^^tFn 
7 7 (4ml) (DU&mmz 5 NTkifcfl^ b V V ^7K« (0. 66m 1 ) & 

10 fc 0 ttffl«Sr«PftiA&*c-C^b, ^TkM^^-ix^^-e^;^, Kit 
;V= 5 0 : l->30 : 1) Tl*liL7t 0 #bttfc@ft:Sr@^^^*5 

^^(Dn&mm-vw&MiU rmmmm^ir^mm^m (7 5m g ) 

15 TLC : Rf 0. 63(^ n n tJv^A : ^^y—/U=10 : 1) ; 

NMR(CDC1 3 ) : 8 7.86(d, J=8. 4Hz, 2H), 7.23(d, J=8. 4Hz, 2H), 7. 14 (dd, 
J=7. 8, 7.8Hz, 1H), 7. 04 (d, J=7. 8Hz, 1H), 6. 81 (d, J=7. 8Hz, 1H), 6. 55 (br 
s, 1H), 6.97(t, J=4. 5Hz, 1H), 5. 37(brs, 1H) , 4. 26 & 4. 25 (each t, J=6. 6Hz, 
total 2H), 3.88 (dd, J=9. 6, 3.0Hz, 1H), 3. 41 (m, 2H), 2. 98 (t, J=6. 6Hz, 2H), 

20 2. 89 & 2. 84 (each t, J=6. 6Hz, tatal 1H), 2. 62-2. 48 (m, 2H), 2. 38 (s, 3H), 
2. 36 (s, 3H) , 2. 22 (ra, 2H) , 1. 07 (t, J=6. 9Hz, 3H) „ 

#^Hft] 3 0 

N- (1 — 1 — ^ h^v^ h3^>) -3- (5- (2- (2- (4 

25 -^^Vt'7^^1') - 5 -p^A^^y*— /W— 4-^/1") a^yer*/) -3, 
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2 X~Wm L-f^k&m (2 0 8mg) £;J;t>*2 -T 2 - 

5 ^ h^^^n^V (57. 7m g) ©i>^fM;^7^ K (5ml) Wfcfcl 
3 - ( 3 - 5 / ~fv }£,V) ^ K • ( 1 

1 5mgK 1 -t Kn^v-<^/ h !J 7)/^ (8 Img) ^it^MJ^ 

^r^v (8 3 m i) ^mtl, mm.^— mwtwisfro &f&m-&m : &mm^tc. 0 

;-/l/=5 0:1) ^»^U TIB^/tt^Wi-^IIM-fb^ (2 3 9mg) 

TLC : Rf 0.44(^ n n7fr/W* : /P=10 : 1) ; 

15 NMR(CDC1 3 ) : 8 7.86(d, J=7. 8Hz, 2H), 7.55(s, 1H), 7. 23 (d, J=7. 8Hz, 2H), 
7. 13 (dd, J=8.4, 8.4Hz, 1H), 6. 88 (m, 2H), 6. 81 (d, J=8. 4Hz, 1H), 5.92(m, 
1H), 4. 24 (t, J=6. 6Hz, 2H), 3.24(s, 3H), 2. 98 (t, J=6. 6Hz, 2H), 2. 95 (s, 
3H) , 2. 88 (s, 3H) , 2. 80 (m, 2H) , 2. 70 (t, J=8. 1Hz, 2H) , 2. 38 (s, 3H) , 2. 36 (s, 
3H), 2. 17 (m, 2H) 0 

20 

mmms 

N-fcKndrv'-3- (5- (2- (2- (4-^^/1-7^^71/) - 5 
^jvOr*^/— — f/U) ^h*is) -3, 4-v?t Knt7^ky- 
1 7°a/^7^ K 
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3 0 -T*W& Istcik-grm (239mg) <D*$ / ' — As (2ml) WWL 
5 t4Ntttl-mtyiS(l.lml) %M%-^ MT? 1 B#TO#bfc D 

%£M,iti>, rmmmm^ir^mmi^m (40m g ) &#fc 0 

TLC : Rf 0.48(^no^;^ : — /U=10 : 1) ; 

NMR(DMS0-d 6 ) : 5 10. 35 (s, 1H), 7. 79 (d, J=8. 4Hz, 2H), 7. 29 (d, J=8. 4Hz, 
10 2H), 7. 13 (dd, J=8. 1, 8.1Hz, 1H), 6.88(m, 2H), 5.82(m, 1H), 4. 19 (t, 

J=6. 3Hz, 2H), 2. 91 (t, J=6. 3Hz, 2H), 2.67-2. 53 (m, 4H), 2. 34 (s, 3H), 2. 33 (s, 
3H) , 2. 15-2. 03 (m, 4H) 0 

15 (5- (2- (2- {A—^^/Vy a^^-;V) - 5 

^/W^-^-^y— 71^-4-^ T/V-) ^b^) -3, 4-^tKnt7^^y- 
1 — f/V) Tir^ =• K 




20 

H»J 2 -CM3t \^tz.\t&m(OiXk> "9 2 (26) 
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TLC : Rf 0. 36(^ n P^/l/A : p« /k=10 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.47(s, 1H), 8. 73 (s, 1H), 7.79(d, J=8. 1Hz, 2H), 
7. 29 (d, J=8. 1Hz, 2H), 7. 09 (dd, J=7. 8, 7. 8Hz, 1H), 6. 89 (d, J=7. 8Hz, 1H), 
5 6. 88 (d, J=7. 8Hz, 1H), 5.9l(t, J=4. 5Hz, 1H) , 4. 18 (t, J=6. 3Hz, 2H), 3.07(s, 
2H), 2.91(t, J=6. 3Hz, 2H), 2.59(t, J=8. 4Hz, 2H), 2. 34 (s, 3H), 2. 33 (s, 
3H) , 2. 13 (m, 2H) 0 

mmm 1 o 

10 3— (5— (2— (2- (4— /■f-;V7 a^^M — As$r*f-fry*- As 



H«J 2 LfcffrS* (6 2 5mg) ^ V ^ (15 

m i ) mmmzmt^y- v ^ (1. 3im 1 ) 33 cttjw t-/u&/uj»t ?f(i 

^■V^m bfc D nb*l1t*'( h7tKn77y (15ml) te*g$? Ls 
20 tK^TK 2 8%TV^T*Srefe©«fciR»3a s ^D5*T**ll^ 3 0#Rfljf 

^ ( 4 0 8 m g ) &#7c 0 #6>nfcft:^tt»»i-* 2fe©SJ©fcffl 

TLC : Rf 0. 38 (^ n a fr;VJ>. : * $ J —^=10 : 1) ; 




15 
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NMR(DMS0-d 6 ) : 8 7. 78(d, J=8. 4Hz, 2H), 7. 29 (d, J=8. 4Hz, 2H), 7. 13 (dd, 
J=8. 7, 8.7Hz, 1H), 6. 92-6. 85 (m, 2H), 6. 73 (br, 1H), 5.82(t, J= 4. 5Hz, 1H), 
4. 18 (t, J=6. 3Hz, 2H),2. 91 (t, J=6. 3Hz, 2H), 2. 62-2. 52 (m, 4H), 2. 19 (m, 2H), 
2. 07 (m, 2H) Q 

5 

&nm 3 i 

3- (5- (2- (2- - 5— ff-JVJrZc^J— 7V 

^chdr-sx) -3, 4-i?fc Knt7^ I'V- 1 — fM zfus* 

10 




mmm 1 o xmrn^it^mo^^^ (ismi) t° v w 

(3 6 3 m 1) *5£t;by7;l/to^ (4 2 3 M 1) $r*B:^ gi&"C 1 B# 

^^ =4 . d -e^u TEfettfi^ftSiift^ (5 3 3mg) 

20 TLC : Rf 0. 48 (^ ^rf->- : H^^/^=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 86 (d, J=8. 4Hz, 2H), 7.26(d, J=8. 4Hz, 2H), 7. 14 (dd, 
J=7.8, 7. 5Hz, 1H), 6.83(d, J=7. 5Hz, 1H), 6. 77 (d, J=7. 5Hz, 1H), 5.98(t, 
J=4. 5Hz, 1H), 4. 25 (t, J=6. 6Hz, 2H), 2,98(t, J=6. 6Hz, 2H), 2. 82-2. 68 (m, 
4H), 2. 53 (t, J=7. 8Hz, 2H), 2.38(s, 3H), 2. 36 (s, 3H), 2. 24 (m, 2H) Q 



155 



WO 02/051820 



PCT/JP01/11255 



mnm 1 1 

5- (2- (5- (2- (5-^/1/- 2- {A-^^/Vy^^V) 

^h*ciy) -3, 4-i>tKnt7^y-l — (VI/) 
5 ^.f-jV) — 1 H-X b 7 /V- 




3 1 -C^jt bfcfb^ ( 2 1 2 m g ) O h/Pcc^ (5ml) 
T^KMJ^f^f^ (163mg) ^PX., r/l/=fV^f^^^Ts 6B#^ 
10 «bfc 0 OT^^^«7^^P^f^77^ 

nn^M : 7-/1^=5 0:1) •CflfHU TiaWM^W^^ISW 
ffcl^ (8 3mg) £r#fc 0 

TLC : Rf 0. 43(7nn tJvVA : ^ ^ / — /V=10 : 1) ; 

NMR(DMS0-d 6 ) : 6 7. 79 (d, J=8. 1Hz, 2H), 7.29(d, J=8. 1Hz, 2H), 7. 15 (dd, 
15 J=7. 8, 7.8Hz, 1H), 6.94(d, J=7. 8Hz, 1H), 6.92(d, J=7. 8Hz, 1H), 5. 81 (d, 
J=4. 5Hz, 1H), 4. 19 (t, J=6.6Hz, 2H), 3.02(m, 2H), 2.91(t, J=6. 6Hz, 2H), 
2.8l(t, J=7. 5Hz, 2H), 2.54(t, J=8. 4Hz, 2H), 2.33(s, 6H), 2.04(m, 2H) D 



3 2 

20 ((5 h^->* 4— S?fc Kat7^vy- 1 — i M 7 
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(400mg) (D^-$;-/V (1.5ml) mSt 
K^rn v^eM^^-7vW0. 28m 1 h V & J*^ h=¥^K(0. 55 

ml, 2.6MinEtOH) ttMTt, 8 0°C1? 3 0^TO#bfc o ^U*^*P^s 

TLC : Rf 0. 64 (^^rf-^ : gfci&t^v^=2 : l) c 



((5 t: Kn^ix- 3, 4 — S?fc Knt7^ l^V- 1 —<fM vny 



zk^T. 3 2 -XrUm: Vfr{k&m<D3z.? / — ( 5 m 1 ) «^ 4 N 

^tk*-^^^-^« (o.7mi) ^nx., mw^—mmwvtc 0 

20 mm^^=l 0 : l->5 : 1) T5l*$£U TIB«M£^i-3*IMfcl^ 
(4 2 8m g) £r#fc 0 
TLC : Rf 0. 43(^^ih>- : @^3^/V=2 : 1) ; 

NMR(CDC1 3 ) : 8 7. 06 (d, J=7. 8Hz, 1H), 6.86(d, J=7. 8Hz, 1H), 6. 70 (dd, 
J=7. 8, 0.8Hz, 1H), 5. 93(brt, J=4. 6Hz, 1H), 5. 27(brs, 1H), 4. 19 (q, J=7. 2Hz, 



#M 3 3 



15 
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4H), 3. 63 (t, J=7. 8Hz, 1H), 3.06(dd, J=7. 8, 1. 0Hz, 2H), 2. 67 (t, J=7. 8Hz, 
2H), 2.28-2. 15 (m, 2H) , 1. 25 (t, J=7. 2Hz, 6H) D 

3 4 

5 ((5- (2— (5-^^-71^-2- (4-*J-;V7=c~/V) jr^^J—jV— 4 
-^/V) i^V) -3, 4-i>tFnt7^Vy-l — f/V) *<f~)V) 




10 

3 3 -eSSat L,1ttt&® ( 4 5 6 m g ) S3 <fc tF##M 2 7 T*M5t Lfc 
<^#J (3 7 3mg) (D^b^^l/^ (10ml) M)7*=^* 
X7^y (5 6 1mg) *3<fct*l, 1' - {T*Si?UA*$~A>) & 
y (5 3 9mg) ^nx., MT?— WM«#Ufco KJSJftS-ttSraMBU 2fc«E 

TIBW4«^Ti-SIIM^#> (4 2 2mg) £f#fc 0 
TLC : Rf 0.54(^^1^ : gfcgkx^yU=2 : 1) ; 
20 NMR(CDC1 3 ) : 8 7. 86 (d, J=8. 1Hz, 2H), 7. 23 (d, J=8. 1Hz, 2H), 7. 13 (dd, 
J=7.5, 7.5Hz, 1H), 6.88(d, J=7. 5Hz, 1H), 6. 81 (d, J=7. 5Hz, 1H), 5.91(t, 
J=4. 5Hz, 1H), 4. 29 (t, J=6. 6Hz, 2H), 4. 17 (q, J=7. 2Hz, 2H), 4. 16 (q, 
J=7. 2Hz, 2H), 3. 59 (t, J=7. 5Hz, 1H), 3. 05 (t, J=7. 8Hz, 2H) , 2. 98 (t, J=6. 6Hz, 
2H), 2. 38 (s, 3H), 2. 35 (s, 3H), 2. 16 (ra, 2H), 1. 23 (t, J=7. 2Hz, 6H) G 
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mmm 1 2 

4- ((5- (2- (5-^ 2 - (4-^^/i/^^—^) ^-^f-y—/^ 

-4 — f/vO ^h=3f-» -3, 4— S?fc Kat7>? t^- 1 — tM *<f-/u) 

5 y^f-y v w— 3, 




t Kn^T^y • (87.5mg) «/^y^ (10ml) M 

10 T/Wy^f^^lT, i~hV V^*?'7—h<D*#y—sumWi (5 4 

2/z K 2 5wt%) -ZMx., tfit'5«^tfco ^»£6i®Lfc 0 
T/^^T^^fm 5H£#tfi3 4^M3tbfc>fb^ (4 34mg) O 
i7Rrf7tKn77>' (5ml) ^^Jtl^. 6 0 6 B#^jf# Lfc D 

^-r^^mi^m (1 2 smg) ^r#fc 0 

TLC : Rf 0. 36 (^ V n ^/k^ : ^ ^ 7 — : @^^=20 : 2 : 1) ; 
NMR(DMS0-d 6 ) : 5 7. 79 (d, J=8. 4Hz, 2H), 7. 29 (d, J=8. 4Hz, 2H), 7. 12 (dd, 
20 J=7.8, 7.8Hz, 1H), 6. 98 (d, J=7. 8Hz, 1H), 6. 89 (d, J=7. 8Hz, 1H), 5. 66 (t, 
J=4. 5Hz, 1H), 4. 18 (t, J=6. 3Hz, 2H), 3.08(brs, 2H) , 2.91(t, J=6. 3Hz, 2H), 
2. 56 (t, J=8. 1Hz, 2H), 2. 33 (s, 3H), 2. 32 (s, 3H), 2.09(m, 2H) D 
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mmmi 

5 -3— (5— (2— (2- — ff-!V7 ^~;V) —^—^^jV^-^r^r-/— 



l/Wt 5. Og 

• v ^sn-^*^* a (mmm 0. 1 g 

10 -IWIrA-fe^n— ^ 4.7g 



MM 2 

-for ^^Hc^JK U ffHfefc: Jt 5 *KI&&ft U 17 ^/w^ 2 0 m g 
15 tt^^Sr^Wi-ST^^l 0 0^£r#fc o 

•3- (5- (2— (2- (4-^^73:^) - 5 — *<?'7\'3r2?y-V'— 
^bdri/) -3, KPt^^Vy-l-^) rfu 

2. Og 

20 g 

20 • H-iiteK 1000m 1 
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1 . -ASS* ( I ) 



5 




Yf±(D-o-ak ^fcf^ (2) - s -m%mt> U 
10 zttci~4mi/>'Mi^u 

A(i(D-o-S, *fcf±(2)-S U 

R^WCOOR 5 ^ (2)CONH 2 S, (3)CONHOHS, (4)CH 2 OH 
1, (5)CHOl N (6)lH-fb7/^-5-^/H, *fcf±(7)3, 5- 

15 R^CDtK*!^^ Sfc:f±(2) C l~8T/^Mft?U 

R 2 *5 ±t5R 8 tt-etl^^Ufti: LT N (l)>tofcB§H\ (2) C 1 ~ 8 T/l"^/^ 
(3) C 1 ~ 8 T;>3 * itit (4) 7 ai =^£"T*ilJfe£*Wfc Cl~8 T/V 

R 4 fi(l)7Kmm^ £fcte(2)C l~8TM/HS:^U 
20 D (4D \ D 2 , £fcf*D 8 <Sr^fc>U 
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ring ltt— $$tZfel±i£gM)$mu£tlX^Xh£^C 3-1 O^^^fc 
5 D 2 tt 




ring 2te®£3ifJgT\ a^JDS^^kttillllR^feWlSti/S i~4i© 
10 ^fnHf^tf, — fR^fcte^Wt&^^WT^ £1^3 — 1 01©^ 

D 3 f*C 1 ~ 8 T /V*c;vm%mip U 

R 6 «(l)7Kmm^ (2)Cl-8m^S, (3)=fnl N (4)NR 7 R 8 1, 
(5)/Nn^>^, (6)Cl~8 7;Ua^^S, (7)Cl~8T/VWtS N 
15 (8)CF 3 1, (9)CF 3 Ol, (10)— |flt^tt^#|&fr£ftTV^fcJ^C 

20 R 7 *5«fO«R 8 «> -?r^^tebT(l)7K^ll^x Sfd±(2)Cl-7/V^ 
mttl — 3Sr^i-„) 
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2. Dj&SD^atbu fr^R l ftcooR 5 m&mt>irtm(Dmmimm<n— 
m& (i) ^tb^^tKn^^^v ^wmmk&yn, ^rat^nb^ 

5 3. DflSD^^bU ^OR I ^CONH 2 i, CONHOHl, CH 2 OH 
& CHOI, 1H-T }> 7^-/^-5 *^«3, 

-r y^t/y f^36***>i-w*©<SH ifB^©— nas* (i) -e 

10 4. D^d 2 £t^*?U d 3 »oR 1 ascoOR B 3ESr*fc>*tm*©<SBBllBftO— 

5. D^D 2 £r*:bU ^OR^^CONH^ CONHOHl, CH 2 OH 
15 fi N CHOI, lH-Tf7y^-5-^/H, ^fcf*3, s-v^h^y 

>r y^f-y u ^- 4 — ( /um%mt>~tm^<Dmm i ib*©— j&ss ( i ) -e 

6. DtfSD 8 £r^fc>U ^•oR 1 ascoOR 8 3ESr*t>*^S»*«)$6BHllBtt©— 

7. D^D 3 ^^b N ^OR^CONH 2 S, CONHOHl, CH 2 OH 
CHOI, lH-ff7/^-5— f/H, -£fz.fe3, 5-v^^y 

25 ytwy ^-4 --r/^^^-rtf^^H i hb«©— ^ (i) t? 
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1) 3- (5- (2- (2- {A-f5-}V7^^;V) — 5 - ^f-^^-f- 

^f>^» -3, 4-v?tKnt7^vy-l-^/V) 

2) 3- (5- (2- (2 -7i^- 5 — ^ ^- 4 — f 
yk) jr.^^) -3, Fnt7^Wy-l — (M "?X2s*l/Wt- * 

3) 3- (5- (2- (2- (4- t -^^7a=^) - 5 - ;* ^/l^ 

10 /w-4 — fAO ^h^ix) -3, 4-^tKnt7^vy-l-^ 

/l/; 7n^y| • ^^/^^tvK 

4) 3- (5- (2- (2- (4-^W5;7^/W) -5-7<^ 

^h=3rv0 -3, 4-^tKPt7^1/y-l 

15 5) 3- (5- (2- (2- (4-MJ7/Utn^Wx-/V) — 5 — 
tf-flsHr-^^S^- fV-A — f AO cnhdf-i/) -3, 4-S?t Knt7^>y 

— l—sC/ls) -fn/^W: ' ^^A-j^tvK 

6) 3- (5- (2- (2- (4- MJ 7/^n^f;vt !3 ^>7x=;i') 

- A- 4 — fA) ^b=3r-» -3, Kd ^-7 
20 ^ 1 --f A) /n/^i • rc^A^cXTVK 

7) 3- (5- (2- (2- (4-^A!7^:=.A) — 5— p^A^dfiJ- 
y*— A- 4 — fA) -3, 4-^tKnt7^vy-l--f;i/) 

8) 3- (5- (2— (2— (4-^na7s^) - 5 — y ^A^^f- 
25 y"' — /i/ — 4 — fA) ^b^^) -3, 4-7tKot7^i'y-l-^;v) 
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9) 3- (5- (2- (2- (4-/f/Vft7i^) -5-*^)Vfr 
*cy-y—/U-4-«(M ^h*rU) -3, 4-^tKPt7^^-l-^f 

10) 3- (5- (2- (2- (4— TVyntV^^^) - 5 

5 /^dff-y— 71—4 — i)V) -3, 4-v J tFnt7^I/y-l 

11) 3- (5- (2- (2- (4-7'ntVk7x^) 
^y-y—sV-A-J/V) ^h*c-» -3, 4-i>tKnt7^vy-l-^f 

10 12) 2— (5- (2- (2— 5 -*=$-}V-3r*c^J—;V— 4 — 
J/U) ^h^-^y) -3, 4-^tKnt7^1/y-l-^/V) mM'^T^ 

13) 2- (5- (2- (2- (4-^^7^7cc^/^) 

f-y*— /t^-4 — f /i/) ^h^vO -3, 4-v>t Knt7^vy-l— f;i/) 
15 g£S£ • ^^vl'.rc.XTVK 

14) 2— (5— (2- (2— (4 — is? U^^l/;V7 a^~M —5—^ 
f;^=5rt/^-4 — ^hdp-v) -3, 4-v 5 fc Knt7^ v^- 
1 r/V) • oi^/^^^/K 

15) 5- (5- (2- (2-7^— /I/- 5-^^/^= 3 rf-y'—/^-4- 
20 <4M =cY^y) -3, 4-^tKPt7^V7-l--f^) ^sf^Wt' 

16) 5- (5- (2- (2- (4-;«f/l'7x^) -5-^^/^^ 
y-y—jV—A-^ ;V) ccb^vO -3, 4 — 5?t Knt7# V^— 1 — f/l") 

25 17) 5- (5- (2- (2- (4-^^7^7 7i^) -5-^ 
=3-}V7>r*c^/<— jv—a — (M ^h^vO -3, 4-v?t Knt7^vy- 
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1 —JM ^Wt • * ^/i^c^x/K 

18) 2, 2-^^^-/1—3- (5- (2- (2-7^-/^-5-^/1- 
^ihy— — f/l^) ^h^ciy) -3, Knt7^vy-1- 
^/iz) 7n/-^^ • 

5 19) 2, 2—^^f-/U— 5- (5- (2- ( 2 — 7 * ^/l'— 5 — ;* ^Vl' 
^f-y— /l^-4— Y/W) ^3^7) -3, 4-^tKot7^Vy-l- 
^f/ix) ^<7^7^ • ,^/i/^x-r/K 

2 0) 2 — ' ^T-TVl^Sr^- 3 - (5- (2- (2- (4-^f;V7i^ 
/k) -5-^/K^f-7— /I/-4--T/W ^h=3ri/) -3, 4-v ! tFn 

21) 3- (5- (2- (2- (A-tJ'/V? ^z=.;V) - 

22) 3- (5— (2- (2-7^=/^— 5— t'f'A/jtr**-^/'— JV— A — 
15 -T/k) ^b3^7) -3, 4—5*1: 1 — T/l/) 7°n/^H. 

2 3) 3- (5— (2- (2- (4- t — -5-^^/1^ 
^-^ : /^_ /V ,_4_^ /W ) ^fdrv-) -3, 4-i^tKot7^Vy-l- 

2 4) 3- (5- (2- (2- (4-^WU7i^) - 5 
20 ^/^^f-y— /V— 4 — f/W) ccf^ri/) -3, 4-^tKnt7^y- 

i — r/^) /o^vi, 

25) 3- (5- (2- (2- (4-^)7/^0^^71^) -5 
-^/W-^f-y*— /W-4— ' T/P-) ^h^7) -3, 4-^tKnt7^W 
7- 1 — f zv) 7n^yt, 
25 2 6) 3- (5- (2- (2- ( 4 - f !J 7/Wt n ^ f ^^^7 s-/l') 
- ZV-A — (M ^=^7) -3, 4-^tFat7 
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2 7) 3- (5- (2- (2- (4-^nP7i=/V) — 
f-y?*- /U-4 (M cchdri/) -3, 4-^tKnt7^l^y-l-^) 

5 28) 3- (5- (2- (2- (4 ^U^-^^^M —S—^^JV 

^h^vO -3, 4-5?fcKnt7^vy-l- 

2 9) 3- (5- (2- (2- (4— T y^n tVl/^^^/V) — 5— 
/V^-^f-y— /W- 4— <A0 ^h^r^) -3, Knt7^Vy-l 

10 — (M y^/^m, 

30) 3- (5- (2— (2- \?;V7=c~;V) —5—* s f-A'3r 

dff-y— /I— 4— f/l") cc^v') -3, 4-^tKPt7^y-l — f 

3 1) 2- (5- (2- (2— 7s^V- 5— fJ-JVir*?^/— JV— A- 

15 -Y/k) 31 h^vO -3, 4-i?tKnt7^i'y-l — f/t-) mm. 

3 2) 2- (5- (2- (2- (4-^^/^^^/^) — 5— ^^/^^f- 
;V-4-' (M a^h^ciy) -3, 4 - v>fc KPt7^ l^- 1 -4M 

mm. 

33) 5- (5- (2- (2— 7x^-5-^f;mt/- 71^-4- 
20 -T/i/) ^h^vO -3, 4-^tKnW^-l-^) 

3 4) 5- (5- (2- (2- (4-^f/W7j:^) — 5 — * f-/V^r^ 

^h*ri/) -3, 4-^tFot7^i/y-i-^;v) 

35) 5- (5- (2- (2- U-vM^T^/^cc^/I/) -5-^ 
25 ^-/^^f-y— /V— 4 — <>V) a^h^y) -3, 4-^fcFnt7^7- 

i — t/v) ^<^?^m. 
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3 6) 2, 2-^^-3- (5- (2- (2-7x^-5-^f;l/ 

3 7) 2, 2 (5- (2- ( 2 — ^cccs/U— 5 f-JV 

5 ^"^y— ^Y^y) -3, 4-^tKPf7^^y-l- 
-T/i-) 

3 8) 2 — ^i/^/t^^iX- 3 - (5- (2- (2- (A-t^/Vy 
7V) - 5 -^^Vl^^f-y*— /W— 4-^fA-) J^bdrv-) -3, 4-v^Kn 
1 --f/1^) 

10 3 9) (5- (2— (2- (4-^n^^7x 

=7k) - 5-^^/^= 3 r^y'—/l/-4--r/^) ^b^v") -3, 4-v>tK 

40) 2-^^-3- (5- (2- (2- (4-^^/1/7^^/W) - 
5 -^^-;V^-^-^-^—;V-A-^;V) xf^) -3, 4-^tKot7^ 
15 V-^-l— T/1-) •7°n/N°>'^-t?fe«.it^^fSIS2|B«4<^v ? t: Knf7^^y 

9. 

1) 2— (5— (2- (2— (4 -V7 n^dri//l/^cn^/l-) —5—^^ 
20 /I^^lJ-y— /t'— 4 — f/WO ^y^-y) -3, 4-^tKPt7^^-l 

2) 2- (5- (2- (2- (4-^^/l-^cc^/l^) -5-^^/^=^-^ 
y—/U-4-^M azy^-y) -3, 4-v ? tKat7^l'y-l — f/lO 

25 3) 3- (5- (2- (2- (4 *f*;Vy 

> ?^ /V ,_4_^ / ^) ^j.^) -3, 4-^tKot7^1/y-l-^) 
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4) 2- (5— (2- (2- v^.^;%/;vy /U) -5-^^ 

JV^^-V^-JV- ^) ^h^c-y) -3, 4-^tKat7^ky-l 

5 5) 2- (5- (2- (2- (4-.*^7K7cc^/l') 

y*— A-4— fA) xf^) -3, 4-^tKPt7^vy-i — fA-) 

6) 2-^h^^-3- (5- (2- (2— -5 
-^f;^^fy~^-4-^^) a^h^-y) -3, 4— 5?fc Knt7^V 

10 y-i-^^) ^p/^t^K 

7) N-t Kndrv—3- (5- (2- (2- (4-^f;V7i=;H - 

;V-A— ( ;V) ^h^vO -3, 4-^tFnt7^ 

8) (5- (2- (2- ( 4 - * *f-jV~7 —As) 

15 5 -^^A^-^i^y— A-4-- TA) aif^ix) -3, 4-S?t Knt7^ 

vy-i-'f/w) h\ 

9) 3— (5— (2- (2- (4-/^/K7^^A) - 5 -^^ : v^;<}- :3 r1^ 
y— A— 4 — f/k) ach^fV) -3, 4-^tKnt7^l/y-l-^f/V) 

20 10) 5- (2- (5- (2- (5-7^A-2- ( 4 - 7^/K7 a^/V-) 
^-=3rf-^— 71^-4 — TA) ^b^V) -3, Kot7^l/y-l- 

11) 4- ((5- (2- 2- (4-^Wi^) ^"=3r 

fy^-4-Y;l/) 3ifdf^) -3, 4 — S?fc KPt7^ W^- 1 —f M 
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i o . tt&m& 

1) 3- (5- (2- (2- (6-^^75/ t°y S^-3 — { )V) 

— 4— /V) ^h^v^) —3, 4— Kot7 
5 ^ I^V— 1 — ^/W) ^o^i/gt • ^^Vt^^TVK 

2) 3-(5-(2-(2-(l, 3-5?^^ y^y- 5 — f^) - 
^—^J-;V^^/—;V-A-^JV) a^y-Zc-y) -3, 4-i?tFot7^ 

3) 3- (5- (2- (2- (6- ^-4-^^) t'yv'y- 
10 -S-t^/V^r^^y*—;]/- A-4 M ^h^r-» -3, 4-v* 

4) 3- (5- (2- (2- (2, 2-i?7/V3rn-l, 3 -S^^MNf 
l/ffl/- 5 —4 M -§-*^}Vjr^ r -yrV , —;V-A—'<)V) xb^i/) -3, 
4— v>fc Knt7^vy- 1 — f/i^) -fn/^W. • ^^jv^^fjv^ 

15 5) 3- (5- (2- (2- (6-i?*W$y tfP v>^- 3 — fA-) 

- /l^-4— f/lO xf^) -3, 4-^tKot7 
^ wy— l — f /vO 7°o^Vi • ji^vccjxtvK 

6) 3- (5- (2- (2- v 5 ^- 1 — f/X) -S-^/l^T 
yv- /U _ 4 _^) rcb^r^) -3, 4-i?tKot7^yy-l-^f^) 

20 ^ny^ifc • ^^/t^^-r/K 

7) 3- (5- (2- (2- (4-^f;Vfc^7^-l-^^) - 5 - 
^^7^-4-^/1/) o^b^v') -3, 4-i>t Knt7^yy- 
X—s(;v) 7n^yi • ai^A'^XTA'* 

8) 3- (5- (2- (2- (*e/U7fr}} y-4 — (As) — 5 - *^ASf~T 
25 y1/-4— f/V) ach^fS") -3, 4 — 5?fc Knt7^ U^- 1 ~4M 
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9) 3- (5- (2- (2- (f-Hr^Asifr V is— 4 — <;v) 

xf^fi/) -3, 4-^tKnt7^I/y-l-^ 

10) 3- (5- (2- (2- ( 6 — ^ ^/V-tT ]J 3 — f /I/) -5- 
5 t^jVir^r^J—JV- ^h^is) -3, 4-^tKot7^l'y 

11) 3-(5-(2-(2-(l, §-*y*^-7V\?=7-/—JV-Z—'<}V) 

— 5 -*?-;v3r*y-y—/v-4-s f/u) ^h^^y) -3, 4-^tKot7 

10 12) 3- (5- (2- (2- (4-^9VWt: 0 -<y v 5 ^- 1 — < >V) -5 

xf^) -3, 4-^tKnt7^l'y 

13) 3- (5- (2- (2- (5 -^f/H^7v?y- 2— f/l^> -5- 
^^Vl/^^y*— /1-) j:b=3riX) -3, 4-i?tFot7^^ 

15 — 1 — f AO :7°n/-^g£ ■ ^5V^^-7VK 

14) 3- (5- (2- (2- (1, 2, 3, 6-T Knh°y 

— -S-^WTy'-Zl'- 4-^fAO xf^) -3, 4-v 5 
t Knt7^ l^— 1 -y ;v) /n^yl • cc^-c^^vk 

15) 2- (5- (2- (2- U-^/Wfc^^v^- 1 — -Y/l-0 -5 

20 -^Wry it -/v-4-^;v) ^b^vO -3, 4-^tFnt7^i/y 

— 1— -iVi^) g£g| • 

16) 2- (5- (2- (2- (fc°^IJ 1 — f/VO 

T S—JV— 4 — -Y /t-0 xf^rv/) -3, 4-^tF0t7^^-l-^^) 

25 17) 5- (5- (2- (2- (1, 3 - v^^lM 5 — f/U) 

— 5 -^^/^^rf-y^-/^— 4 — f/V-) oibdr^) -3, 4-i?tKnt7 
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18) 2, 2 -Vt^tV-Z- (5- (2- (2- (6 / 

3, Knt7^vy-l-^f;i/) ^n^^ife • ^^vi^^tvK 

5 19) 2, 2-^^-3- (5- (2- (2- (6- (tfiJv^-l 

-- r/k) try v 5 ^- 3 — f/w) /i^-4— r/vo 

=3ri/) -3, 4-^tKnt7^vy-l--f^) r/o/^gfc • * 9Vwn^ 
2 0) 2, 2-^^/W- 3- (5- (2— (2- (6- (^E-/^ U i/- 

10 4--T/1/) t°U v 5 ^- 3 -4M —b—^^/v^r^^-y—;v-A-^M ^ 
-3, 4-^tKnt7^Wy-l — f/^) ^n^ 0 ^.^^/^ 

2 1) 2, 2 -^^-3- (5- (2- (2- (6 - ^f ^t'U 
-3--JVW) - 5 — ^fvl^^lf-y— /l'— 4— 4;V) ^h^r-y) -3, 4- 
15 ^tKnt7^l/y-l-^f^) -7°d^^ • ^^/^^^/K 

2 2) 2, 2-^^^-/1—3- (5- (2- (2- (^r/t^ U ^- 4 — ( 
;v) -5-^W7^/i'-4-^;v) cch^i/) -3, 
7^ l --jW) • ^-fvVccX^/K 

2 3) 2, 2—^^-3- (5- (2- (2- (tXiJ^y-i-^ 
20 /V-) -5-^W7y^-4-^^) rcfdrv) -3, 4-^tKat 
^^uy— 1 -^T/t-) ■ ^^y^^^/K 

2 4) 2, 2 -v^^-3- (5- (2- (2- (^^e/^ y ^- 4 
— -5-^f;vfr^;v-4-^/v) ^h^ix) -3, 4-^fc K 
u-i-7# l/y- l — ^T/i/) r/n/^^ • ^^/^^•7vK 
25 25) 3- (5- (2- (2- ( 6 - <f-)X>T % J t° y 3 — f 
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26) 3- (5- (2- (2- (1, 3-^=¥f->r 5~4^) 
-5-^^-/^^"f-^—/l^—4-4M aih^V) -3, 4-^tKnt7 
^ l^— 1 — -f/l/) ^°n/N°>-^ s 
5 27) 3- (5- (2- (2- (6- O^/Utfc 17 V- 4 ->f /l") 

-3 — T/V-) - 5 -^^/K^U-y— 7^—4 — f/l^) ^ h^vO -3, 4 — 
i^t Knt7^ uis- l — T7V-) :7°n^;/^ 

28) 3- (5- (2- (2- (2, 2— — 1, 3-v 5 ^-^^ 

— f/l/) - 5— ^^-/^^f-y— ^-4-^/^) ^h^) - 
10 3, 4-^tKnt7^Vy-l — f/V) ytiy<^m, 

2 9) 3- (5- (2- (2- (6 -v^^vKT ^ 7 fc° U v^- 3 — f/lO 
- ^-/-^/VHr^r^r i/— 7k-4— -f/VO ^b^i/) -3, 4-i?tKnt7 
^ 1/^- 1 — >f /I/) -7°^^^^ 

3 0) 3- (5- (2- (2- (fcf^y v 5 ^- 1 — f ^) —5-^^-7^ 
15 7y"-^-4 — f/V) ^h=3riX) -3, 4-^tFnt7^vy-l-{^) 

31) 3- (5- (2- (2- (4-^f;Ufc°^7v J y- 1 ->f/^) -5 

— f/W) ^h=3ri/) -3, 4-v ! tKot7^Vy 
-l-lVt^) T^n/N 0 ^^ 
20 3 2) 3— (5- (2- (2- (^E-/^y^-4 — fA-) 

7^-4-f/P) ^hdriy) -3, 4-^tKnt7?l/y-l — fA-) 

33) 3- (5- (2- (2- (^-^WfrU ^— 4— f/lO -5-^^ 
^7/^-4-^^) ^f^i/) -3, 4-^tKnt7^Vy-l- 

25 -T/i^) 

34) 3- (5- (2- (2- (e-^f/^'J^-S-^/V) -5- 
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3 5) 3-(5-(2-(2-(l, S-Vt^/V^^y*— ;V- 3— < JV) 
-<o-*^;V$-5:^V*—;V- ;V) ^b^) -3, 4-^tKof7 

5 ^ 1^— 1 — /n^yi, 

36) 3- (5- (2- (2- (4-^f^^^v?y-l-^^) -5 

^b^v') -3, Knt7^l/y 

- 1 — (M yv/OM. 

3 7) 3- (5- (2- (2- 2— T/^) -5- 
10 — f/V) a^Y*^) -3, 4-^^^^^ 

- 1 -AJV) ^a^m, 

38) 3- (5- (2- (2- (1, 2, 3, 6 -=r b 7 t Kn tf JJ 
-1— T/H -5-^W7^-4 — f/U) ^h^-» -3, 4-v 5 

15 39) 5-(5-(2-(2-(l, 3 -^^4 ispls- 5 — f /V) 
-5-^^/^^^— ^ -3, 4-^tKnt7 

^l/^-l — f/U') 

4 0) 2, 2-v f 7«^/^-3- (5- (2- (2- (6-^W5/ 

try v 5 ^- 3 — > r/i/) - 5 —^^-/v^^j^/v- a — tM ^b^vO — 

20 3, 4-^tKnt7^Vy-l — f/lO ^a^^-gfe^ 

41) 2, 2-^^-3- (5- (2- (2- (6- (fc o Pv^-l 

— f/V) t°U v 5 ^- 3 --T/1/) - 5 — ^fvl^dfif-y— 71^—4 — f/U) 
-3, 4-v ! tKPt73 ? l/y-l-^;l') 

4 2) 2, 2 -v^ ^-3- (5- (2- (2- (6- (^E-/l^ V 
25 4— f/VO tfJJS^-a — f/l") -5-^^/^^f-y— /V-4 — fAO ^ 

h3=-v0 -3, 4-S?fc Kot7^ Vi/- 1 — -fn/^m. 
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4 3) 2, 2 3- (5- (2- (2- ( 6 V 
-3 — </V) — S-ff-jVOr^^J—jV- A-J flA ccfdrix) -3, 4- 

4 4) 2, 2—5*^^71'— 3— (5- (2- (2- (^EvI'tfc U ^— 4 — 4 
5 /V) -5-^Wry^-4-^;v) sh^) -3, 

i^— i — >taO /o^yi, 

4 5) 2, 2-V*^7V-3- (5- (2- (2- (fcT^y^-l — f 
/V) -5-^fW^-4 — (M ^b^iX) -3, 4-$?tK»t 

10 4 6) 2, 2 -vM^Vl—3- (5- (2- (2- (^^/^U^-4 
-^f/W) -5-^f/Vfr^-4-^/V) rchdrix) -3, 

4 7) 2-xf^-3- (5- (2- (2- (4 -^?V^fc 0 ^7^:''- 
l — f /I') - 5 - ^W7/^V- 4— f/l") -3, 4-v>t: 
15 Knt^^vy-l—f/i') ^n^y^ ^fc« 

48) 2 h^rv-- 3 - (5- (2- (2- (fc^jj S?^- 1 ( /U) 

-5-^W7^-4 — f/k) ^h^r^) —3, 4-i?tKot7^ 
V-^-l— f7V) ^ , n^^-efe^W^©$5H4|B«60v ; t Knt7^vy 

20 

1 1 . it&m* 

1) 2- (5- (2- (2- (4-^f/VtVyi;y-l-^;l/) -5- 
l — -T/x) 

25 2) 2- (5- (2- (2- (fc°-<!J v 5 ^- 1 f *0 

/v-4 — (M ^h^-y) -3, 4-^tKnt7^yy-i-^) 
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3) 2- (5- (2- (2- (4-^^tVyi;y- l f/i/) -5- 

5 4) 2- (5- (2- (2- (tvy>;y-i-^) - 5 -y <f-;V^T 
>?—/U-4-4M ^h*?is) -3, 4-^tKnt7^1/y-l-^) 

10 12. fc-g^tfS 

1) 3- (5- (2- (2 r tVl/- 5 -*^-JVJr*c-y-V*—}V- A 

— (/U) z*h*iS) - 3, 4-v>t Kot7^ I'V- 1 ^u/S^m • 

2) 2— (5- (2— (2 — -Y y^n fcVU— 5 — y ^Vl^^rl?-)/— /I'— 4 
15 — f/lO ^b^) -3, KBt7^Vy-l-^^) gfcgfc.^ 

3) 2, 2— *?*?'A'— 3— (5— (2— ( 2 — { V 7d fcVl'— 5 — y f~ 
/U^-^r-^y— /V— 4 — f/V) ^b^rv-O -3, 4 - v 5 ^ Kot7^ WV- 1 

20 4 ) 3- (5- (2- ( 2 - ^ 7 7n 5 - ^ f /Ut^ty*'-^- 4 

-s ^h^cls) -3, 4-7tFnt7^^y-l-^^) -fn/^m., 
5) 2, 2-v ? y^/X-3- (5- (2- (2— >f y^nlf/l'— 5— y^- 
/i^^M^y*— /v-4 — f/^) ccb=3^>) -3, 4-^fcKnWvy-l 
— f/V) ^n^vgfc, 

25 6) 2 -^h*ci/- 3 - (5- (2- (2 — f y 7p 5 -y 

JV-A — iJV) ^h*-» -3, 4-7tKot7^l/y-l-^ 
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* & fa-tax e> <Dwm&M 0 
1 3 . 

5 1) 2- (5- (2- (2— f fcVl"- 5 -^^/k^-^^y— 7^— 4 

—✓f/l/) ^hdrv-) -3, 4-v?t Kdt7^Vy-l— f^) /K 
^fcf^ 

2) 2- (5- (2- (2 — f y^a tf/t'- 5 -^^/^^^y^-/!- — 4 
->f/UO c^h^y) -3, 4-^tKnf7^Vy-l-^;l') TthT/l- 
10 ft KT^5 ft^Ofgffl 7 mm<D v^t Kot7^ 1/ ^M^ffctel^ * f* 

14. m^mmimmfD—^ o ^§^5^ Knt^^u^ni 

15 -^JU«aegttffea»fr (PPAR) $IJ«IJ 0 

15. tfsfcO^ffl 1 IB^O— JR^C (I) T^$tl5i?t Knt7^l^yff 
fl&ffc-S^ *^:r±-tixb©*Stfe!fiSr^r3&J*5>i: LTtftS^t^^y 
-A^miiSiSft'ii'fb^fls (PPAR) «*3j:t>*yMf!l»J„ 

20 

16. ffi-&<Dl/mi%5M<o— (I) Tf^JxS^fc Kdt7^V>Hi 
— AitjeH^SH^-fb^^ft: (PPAR) a^J;t)«7l7=?^bo 

25 17. If *(Df£H 1 |B«C>— «5£ (I) "W£;h/5S? t K»t7 * ^V^^ 
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is. st^^tsis i iE«o— (i) ^^fi^^vn-r-y^u^mm 

19. mOt<Dmm l iE«<D-$« (I) -e^&fr^fc Knt7^kyfi 
10 ^fc{«tbe>©#SfM^^^^ LT^ftS, HDL^ 

^ ^ n — /l^_b^iJ N LDLa^fn — ;V$o £ fcfl V LDLn^r 
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Sequence Listing 
<110> ONO Pharmaceutical Co. , Ltd. 

<120> 5?t Knt7^^y^f^teJ:^(Z)ft^M^ 

<130> 0NP-4028PCT 

<150> JP 2000-392723 
<151> 2000-12-25 

<160> 3 
<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response sequences 
<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 

gcgacggagt actgtcctcc gagct 85 

<210> 2 

<211> 9 

<212> PRT 

<213> Unknown 

<220> 

<223> Nuclear localozation signal derived from SV-40 T-antigen 
<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 

1 5 
<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 
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Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
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